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Benzoxazinone-derived sulphonamide compounds, their preparation and use 

as medicaments 



The present invention relates to benzoxazinone-derived sulphonamide compounds of 
general fonmula (I), 




(I) 



a process for their preparation, a medicament comprising these compounds and the 
use of benzoxazinone-derived sulphonamide compounds for the preparation of 
medicaments for S-HTe receptor regulation as well as for the treatment of disorders 
related thereto. 

The superfamily of serotonin receptors (5-HT) includes 7 classes (S-HTi-S-HT?) 
encompassing 14 human subclasses [D. Hoyer, etal., Neuropharmacology, 1997, 
36, 419]. The S-HTe receptor Is the latest serotonin receptor identified by molecular 
cloning both In rats [F.J. Monsma, et al.. Mol. PhannacoL, 1993, 43, 320; M. Ruat, et 
al., Blochem. Biophys. Res. Commun., 1993, 193, 268] and In humans [R. Kohen. et 
al., J. Neurochem., 1996, 66, 47]. Compounds with S-HTe receptor affinity are useful 
for the treatment of various disorders of the Central Nervous System and of the 
gastrointestinal tract, such as irritable intestine syndrome. Compounds with S-HTe 
receptor affinity are also useful in the treatment of anxiety, depression and cognitive 
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memory disorders [M. Yoshioka, et al.. Ann. NY Acad. Sci., 1998, 861, 244; A. 
Bourson, et al., Br. J. Phamiacol. , 1998, 125, 1562; D.C. Rogers, et al.. Br. J. 
Pharmacol. Suppl., 1999, 127, 22P; A. Bourson, et al., J. Pharmacol. Exp. Ther. , 
1995, 274, 173; A.J. Sleight, etal., Behav. Brain Res. , 1996. 73. 245; T.A. Branchek, 
et al., Annu. Rev. Phamnacol. Toxicol. , 2000, 40, 319; C. Routledge, et al., Br. J. 
Pharmacol. , 2000, 130, 1606]. It has been shown that typical and atypical 
antipsychotic drugs for treating schizophrenia have a high affinity for S-HTe receptors 
[B.L. Roth, et al., J. Phannacoi. Exp. Ther. , 1994, 268, 1403; C.E. Glatt. et al., Mol. 
Med. , 1995, 1, 398; F.J. Mosma, et al., Mol. Phannacoi. . 1993, 43, 320; T. Shinkal, 
et al., Am. J. Med. Genet. , 1999, 88, 120]. Ck>mpounds with S-HTe receptor affinity 
are useful for treating infant hyperkinesia (ADHD, attention deficit / hyperactivity 
disorder) (W.D. Hirst, et al.. Br. J. Phannacoi. , 2000, 130. 1597; C. Gerard, et al.. 
Brain Research . 1997, 746, 207; M.R. Pranzatelli, Drugs of Today , 1997, 33, 379]. 

Moreover, it has been shown that the S-HTe receptor also plays a role in food 
ingestion [Neuropharmacology, 41, 2001, 210-219]. 

Food ingestion disorders, particularly obesity, are a serious, fast growing threat to the 
health of humans of all age groups, since they increase the risk of developing other 
serious, even life-threatening diseases such as diabetes or coronary diseases. 

Thus, it was an object of the present invention to provide novel compounds that are 
suitable in particular as active substances in medicaments, preferably in 
medicaments for the regulation of 5-HTe receptors, for cognitive enhancement, for 
the prophylaxis and/or treatment of food-intake related disorders, disorders of the 
central nervous system, disorders of the gastrointestinal tract, such as irritable 
intestine syndrom, anxiety, panic, depression, cognitive memory disorders, senile 
dementia disorders, such as Morbus Alzheimer. Morbus Parkinson and Morbus 
Huntington, schizophrenia, psychosis, infantile hyperkinesia, ADHC (attention deficit, 
hyperactivity disorders) and other S-HTe mediated disorders particularly in mammals, 
including humans. 
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It has been found that the benzoxazinone-derived sulphonamide compounds of 
general fonmulas (I), (la) and (lb) given below show affinity for the S-HTe-receptor. 
These compounds are therefore also suitable for the manufacture of a medicament 
for cognitive enhancement, for the prophylaxis and/or treatment of food ingestion 
(food intake) disorders, particularly for the regulation of appetite, for the maintenance, 
increase or reduction of body weight, for the prophylaxis and/or treatment of obesity, 
bulimia, anorexia, cachexia or type II diabetes (Non-Insulin Dependent Diabetes 
Mellltus), preferably type II diabetes, which Is caused by obesity, disorders of the 
central nervous system, disorders of the gastrointestinal tract, such as irritable 
Intestine syndrom, anxiety, panic, depression, cognitive memory disorders, senile 
dementia disorders, such as Morbus Alzheimer, Morbus Parkinson and Morbus 
Huntington, schizophrenia, psychosis, infantile hyperkinesia, ADHC (attention deficit, 
hyperactivity disorders) and other S-HTe mediated disorders particularly In mammals, 
including man. 

Thus, one aspect of the present invention are benzoxazinone-derived sulfonamide 
compounds of general formula (I), 




SO2 



W 



(I) 



wherein 
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R\ R^, R^, R^ are each independently selected from the group consisting of 
hydrogen, halogen, an unbranched or branched, saturated or unsaturated, optionally 
at least mono-substituted aliphatic radical, a saturated or unsaturated, optionally at 
least mono-substituted, optionally at least one heteroatom as ring member containing 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted alkyiene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, an optionally at least mono- 
substituted aryl- or heteroaryl radical, which may be bonded via an optionally at least 
mono-substituted alkyiene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ringsystem, a nitro group, a cyano group, - 
OR^^ -OC(=0)R^\ -(C=0^0-R^^ -SR^^ -SOR^^ -SOaR^^ -NH-S02R^^ -SO2NH2 
and a -NR^^R^"* moiety, 

R^ represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical or a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing cycloaliphatic radical, 

R^, R^, R®, R® are each independently selected from the group consisting of 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing 
cycloaliphatic radical, a cyano group and a -COOR^^ moiety, 

W represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, 

a saturated or unsaturated, optionally at least mono-substituted, optionally at least 
one heteroatom as ring member containing cycloaliphatic radical, which may be 
bonded via an optionally mono-substituted alkyiene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 
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an optionally at least mono-substituted heteroaryl radical, which may be bonded via 
an optionally mono-substituted alkylene group and/or may be condensed with an 
optionally at least mono-substituted mono- or polycydic ring-system, 

an optionally at least mono-substituted, monocyclic aryl radical, which is condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system and 
which may be bonded via an optionally at least mono-substituted alkylene group, 

a NR^^R^^-moiety. 

a COR^^-molety, 

or a phenyl radical, which is at least mono-substituted with one of the substltuents 
selected from the group consisting of: 

2,2.2,-Trifluoroethoxy-, C2^Alkenyl-, 1,3-Dihydro-1-oxo-2H-isoindol-2-yl-, N- 
Phthalimidinyl-, [(2-chloro-1 ,3-thiazolyl-5-yl)-methoxy, Ethyl-5-yl-2-methyl-3- 
furoate, Cn-ao-alkyi-, 1,3-Dioxo-2-azaspiro[4,4]non-2-yl-, pyrazolyl-, (1,3-oxazol- 
5-yl)-, (5-Methyl-1 ,3,4-oxadiazoI-2-yl)-, difluoromethoxy, dichloromethoxy, 1- 
pyrrolidinylsulfonyl, morpholinosulfonyl, 2-methyl-4-pyrimidinyl-, a phenoxy 
group, which is at least mono-substituted with Ci-5-alkoxy, a phenyl group, 
which is at least mono-substituted with one of the substltuents selected from the 
group consisting of nitro, Ci^-alkoxy, F, CI, Br, at least partially fluorinated C1-5- 
alkyl, at least partially chlorinated Ci-5-alkyl, [(2-Chloro-1 ,3-thiazol-5-yl)- 
methoxy]-, -(C=0)-H and -(C=0)-Ci.5-alkyl, a pyridinyl group, which is at least 
mono-substituted with Ci-5-alkoxy, a pyridinyloxy group, which is at least mono- 
substituted with Ci-5-alkoxy, a phenoxy group, which is at least di-substituted 
and a pyridinyloxy group, which is at least di-subsituted, 

with the proviso that W does not represent unsubstituted furyl-, unsubstituted thienyl- 
or thienyl substituted with a substituent selected from the group consisting of Ci^- 
alkoxycarbonyl, Ci-s-alkylcarbonyl, carboxyl and pyridyl, unsubstituted pyrrolyl-, 
unsubstituted naphthyl, unsubstituted Indolyl, unsubstituted tetrahydronaphthyl, 
substituted or unsubstituted pyridyl, unsubstituted pyrazinyl, unsubstituted quinolinyi-. 
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Ci-5-alkylsubstituted pynrolyl-. and unsubstituted cyclohexyl or cyclohexyl substituted 
with one or two members selected from the group consisting of oxo, hydroxyl, Ci^- 
all<oxyl, Ci-5-alkoxy-carbonylamino-Ci^ ali<yl and amino-Ci-s all^yl, 

represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing cydoaliphatic radical, which may be bonded via an optionally at 
least mono-substituted alkylene group and/or may be condensed with an optionally at 
least mono-substituted mono- or poiycyclic ring-system, or an optionally at least 
mono-substituted aryi- or heteroaryl radical, which may be bonded via an optionally 
at least mono-substituted alkylene group and/or may be condensed with an optionally 
at least mono-substituted mono- or poiycyclic ring-system, 

R^"* represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member confining cydoaliphatic radical, which may be bonded via an optionally at 
least mono-substituted alkylene group and/or may be condensed with an optionally at 
least mono-substituted mono- or poiycyclic ring-system, or an optionally at least 
mono-substituted aryl- or heteroaryl radical, which may be bonded via an optionally 
at least mono-substituted alkylene group and/or may be condensed with an optionally 
at least mono-substituted mono- or poiycyclic ring-system, 

R^^ represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing 
cydoaliphatic radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or poiycyclic ring-system, or an optionally at least mono- 
substituted aryl- or heteroaryl radical, which may be bonded via an optionally at least 
mono-substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or poiycyclic ring-system, 
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R''^ and R'*'* each are independently selected from the group consisting of hydrogen, 
an unbranched or branched, saturated or unsaturated, optionally at least nnono- 
substituted aliphatic radical, a saturated or unsaturated, optionally at least nnono- 
substituted, optionally at least one heteroatom as ring member containing 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, or an optionally at least mono- 
substituted aryl- or h^teroaryl radical, which may be bonded via an optionally at least 
mono-substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, 

or R^^ and R'''* together with the bridging nitrogen atom form a saturated, unsaturated 
or aromatic heterocyclic ring, which may be at least mono-substituted and/or contain 
at least one further heteroatom as a ring member, 

R'*^ represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing cycloaliphatic radical or an optionally at least mono-substituted 
aryl- or heteroaryl radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, 

R^® represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, 

R'^^ represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, and 

R^^ represents an optionally at least mono-substituted aryl radical. 
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optionally in fomi of one of its stereoisomers, preferably enantiomers or 
diastereomers. its racemate or in form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, In any mixing ratio, or a 
corresponding salt thereof, or a corresponding solvate. 

A mono- or polycyclic ring-system according to the present invention means a mono- 
or polycyclic hydrocart>on ring-system that may be saturated, unsaturated or 
aromatic. If the ring system Is polycyclic, each of its different rings may show a 
different degree of saturation, i.e. it may be saturated, unsaturated or aromatic. 
Optionally each of the rings of the mono- or polycyclic ring system may contain one 
or more heteroatoms as ring members, which may be identical or different and which 
can preferably be selected from the group consisting of N, O, S and P, more 
preferably be selected from the group consisting of N, O and S. Preferably the 
polycyclic ring-system may comprise two rings that are condensed. The rings of the 
mono- or polycyclic ring-system are prefarably 5- or 6-membered. 

If one or more of the residues R^-R'^'^and W represents an aliphatic radical, which is 
substituted by one or more substituents, unless defined othenA^ise, each of these 
substituents may preferably be selected from the group consisting of hydroxy, 
halogen, branched or unbranched Ci^-alkoxy, branched or unbranched 
Ci^-perfluoroalkoxy, branched or unbranched Ci^-perfluoroalkyl, amino, carboxy, 
amido, cyano, nltro, -SO2NH2, -CO-Ci^-alkyl, -SO-Ci^-alkyl, -S02-Ci-4-alkyl, 
-NH-S02-Ci.4-alkyl , wherein the Ci^-alkyl may in each case be branched or 
unbranched, an unsubstltuted or at least mono-substituted phenyl or naphthyl radical 
and an unsubstituted or at least mono-substituted furanyl-, thienyl-, pyrrolyl-, 
imidazolyl-, pyrazolyl-, pyridinyl-, pyrimidinyl-, quinolinyl- and isoquinolinyl radical, 
more preferably be selected from the group consisting of hydroxy, F, CI, Br, methoxy, 
ethoxy, CF3 and an unsubstituted phenyl radical. If any one of the above mentioned 
substitutents itself is at least mono-substituted, said substituents may preferably be 
selected from the group consisting of F, CI, methyl and methoxy. 
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If one or more of the residues R'^-R^^ represents or comprises a cycloaliphatic radical, 
which is substituted by one or more substituents, unless defined othenA/ise, each of 
these substituents may preferably be selected from the group consisting of hydroxy, 
halogen, branched or unbranched Ci^-alkyl, branched or unbranched Ci-4-alkoxy, 
branched or unbranched Ci-4-perfluoroalkoxy, phenoxy, benzoyl, cyclohexyl, 
branched or unbranched Ci^-perfluoroalkyl, -NR'^R^ wherein R'^, R® are each 
Independently selected from the group consisting of H, a branched or unbranched Ci- 
4-allcyl-radical, -CH2-CH2-OH and phenyl, carboxy, amido, cyano, nitro, -SO2NH2, - 
CO-Ci-4-alkyl, -CO-OCi^-alkyl, -SO-Ci^-alkyl, -S02-Ci^-alkyl, -NH-S02-Ci-4-alkyl. 
wherein Ci^-alkyl may in each case be branched or unbranched, unsubstituted or at 
least mono-substituted phenyl or naphthyl and unsubstituted or at least mono- 
substituted furanyl-, thienyl-, pyrrolyl-, imidazolyl-, pyrazolyl-, pyridinyl-, pyrimidinyl-, 
quinolinyl- and isoquinolinyl radical, more preferably be selected from the group 
consisting of hydroxy, F, CI, Br, methyl, ethyl, methoxy, ethoxy, benzoyl, phenoxy, 
cyclohexyl, -CF3, -CO-CH3, -CO-OCH3, -NR^R^ wherein R^, R^ are each 
independently selected from the group consisting of H, a branched or unbranched 
Ci-4-alkyl-radical, -CH2-CH2-OH and phenyl, and an unsubstituted phenyl radical. If 
any one of the above mentioned substitutents itself is at least mono-substituted, said 
substituents may preferably be selected from the group consisting of F, Ci, methyl 
and methoxy. 

If one or more of the residues R^'-R'^, R'^^-R''^ and W comprises an alkylene group, 
which is substituted by one or more substituents, unless defined otherwise, each of 
these substituents may preferably be selected from the group consisting of hydroxy, 
halogen, branched or unbranched Ci^-alkoxy, branched or unbranched 
Ci^-perfluoroalkoxy, branched or unbranched Ci^-perfluoroalkyl, amino, carboxy, 
amido, cyano, nitro, -SO2NH2, -CO-Ci^-alkyl, -SO-Ci^-alkyl, -S02-Ci.4-alkyl, 
-NH-S02-Ci^-alkyl, wherein Ci^-alkyl may be branched or unbranched, an 
unsubstituted or at least mono-substituted phenyl or naphthyl radical and an 
unsubstituted or at least mono-substituted furanyl-, thienyl-, pyrrolyl-, imidazolyl-, 
pyrazolyl-, pyridinyl-, pyrimidinyl-, quinolinyl- and isoquinolinyl radical, more 
preferably be selected from the group consisting of hydroxy, F, CI, Br, methoxy, 
ethoxy, CF3 and unsubstituted phenyl. If any one of the above mentioned 



9 



wo 2005/014589 



PCT/EP2004/008507 



substitutents itself is at least mono-substituted, said substituents may preferably be 
selected from the group consisting of F, CI, methyl and methoxy. 

If one or more of the residues R'^-R'^ and R'^^-R^^ comprises a mono- or polycycllc 
ringsystem, which is substituted by one or more substituents, unless defined 
othenArise, each of these substituents may preferably be selected from the group 
consisting of hydroxy, halogen, branched or unbranched Ci^-alkyl, branched or 
unbranched Ci^-alkoxy, branched or unbranched Ci^-perfluoroalkoxy, branched or 
unbranched Ci^-perfluoroalkyl, amino, carboxy, amido, cyano, keto, nitro, -SO2NH2, 
-CO-Ci-4-alkyl, -SO-Ci-4-alkyl, -SOa-Ci^-alkyl, -NH-S02-Ci^-alkyl, wherein Ci^-alkyl 
may be branched or unbranched, an unsubstituted or at least mono-substituted 
phenyl or naphthyl radical and unsubstituted or at least mono-substituted furanyl-, 
thienyl-, pyrrolyl-, imidazolyl-, pyrazolyl-, pyridinyl-, pyrimidinyl-, quinolinyl- and 
Isoquinolinyl, more preferably from the group consisting of hydroxy, F, CI, Br, methyl, 
ethyl, methoxy, ethoxy, CF3, keto, cyano and an unsubstituted phenyl radical. If any 
one of the above mentioned substitutents itself is at least mono-substituted, said 
substituents may preferably be selected from the group consisting of F, CI, methyl 
and methoxy. 

If one or more of the residues R^'-R'^, R'^^-R'*® and R^® represents or comprises an aryl 
radical, which Is substituted by one or more substituents, unless defined otherwise, 
each of these substituents may preferably be selected from the group consisting of 
hydroxy, halogen, branched or unbranched Ci-4-alkoxy, branched or unbranched 
Ci-4-alkyl, branched or unbranched Ci^-perfluoroalkoxy, unsubstituted or at least 
mono-substituted phenoxy, unsubstituted or at least mono^substituted benzoyl, 
cyclohexyl, branched or unbranched Ci^-perfluoroalkyl, NR^R® wherein R^ R^ are 
each independently selected from the group consisting of H, a branched or 
unbranched Ci^-alkyl-radical, -CH2-CH2-OH and phenyl, carboxy, amido, cyano, 
-CH(OH)(phenyl), nitro, -SO2NH2, -CO-Ci^-alkyl, -CO-OCi-4-aIkyl, -SO-Ci^-alkyl, - 
S02-Ci-4-alkyl, -NH-S02-Ci-4-alkyl, wherein Ci-4-alkyl may be branched or 
unbranched, an unsubstituted or at least mono-substituted phenyl or naphthyl radical 
and unsubstituted or at least mono-substituted furanyl-, thienyl-, pyrrolyl-, imidazolyl-, 
pyrazolyl-, pyridinyl-, pyrimidinyl-, quinolinyl- and isoquinolinyl radical, more 
preferably be selected from the group consisting of hydroxy, F, CI, Br, methyl, ethyl. 
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cyano, -CH(OH)(phenyl), methoxy, ethoxy, unsubstltuted or at least mono-substituted 
benzoyl, unsubstltuted or at least mono-substituted phenoxy, cyclohexyl, CF3. -CO- 
CH3, -CO-OCH3, -NR'^R^ wherein R^ are each Independently selected from the 
group consisting of H, a branched or unbranched Ci^-alkyl-radical, -CH2-CH2-OH 
and phenyl, and an unsubstltuted phenyl radical, if any of the above mentioned 
substitutents itself is at least mono-substituted, said substituents may preferably be 
selected from the group consisting of F, CI, methyl and methoxy. 

If one or more of the residues R^'-R^ and R'^^-R^^ represents or comprises a 
heteroaryl radical, which is substituted by one or more substituents, unless defined 
otherwise, each of these substituents may preferably be selected from the group 
consisting of hydroxy, halogen, branched or unbranched Ci-4-alkoxy, branched or 
unbranched Ci^-alkyl, branched or unbranched Ci^-perfluoroalkoxy, unsubstltuted or 
at least mono-substituted phenoxy, unsubstltuted or at least mono-substituted 
benzoyl, cyclohexyl, branched or unbranched Ci^-perfluoroalkyl, NR^R^ wherein R^ 
R® are each independently selected from the group consisting of H, a branched or 
unbranched Ci^-alkyl-radical, -CH2-CH2-OH and phenyl, carboxy, amido, cyano, 
nitro, -CH(OH)(phenyl), ^S02NH2, -CO-Ci^-alkyl, -CO-OCi-4-alkyl, SO-Ci-4-alkyl, 
S02-Ci-4-alkyl, -NH-S02-Ci^-alkyl, wherein Ci^-alkyl may be branched or 
unbranched, an unsubstltuted or at least mono-substituted phenyl or naphthyl radical 
and an unsubstltuted or at least mono-substituted furanyl-, thienyl-, pyn-olyl-, 
imidazolyl-, pyrazolyl-, pyridlnyl-, pyrimidinyl-, quinolinyl- and Isoquinolinyl radical, 
more preferably be selected from the group consisting of hydroxy, F, CI, Br, methyl, 
ethyl, cyano, methoxy, ethoxy, unsubstltuted or at least mono-substituted benzoyl, 
unsubstltuted or at least mono-substituted phenoxy, cyclohexyl. CF3, - 
CH(OH)(phenyl), -CO-CH3, -CO-OCH3. -NR^R^ wherein R^, R^ are each 
independently selected from the group consisting of H, a branched or unbranched 
Ci^-alkyl-radical, -CH2-CH2-OH and phenyl, and an unsubstltuted phenyl radical. If 
any one of the above mentioned substitutents itself is at least mono-substituted, said 
substituents may preferably be selected from the group consisting of F, CI, methyl 
and methoxy. 
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If R*"^ and R^"* form a heterocyclic ring, which Is substituted by one or nnore 
substituents, unless defined otherwise, each of these substituents may preferably be 
selected from the group consisting of hydroxy, halogen, branched or unbranched 
Ci-4-alkoxy, branched or unbranched Ci^-alkyl, branched or unbranched Ci^- 
perfluoroalkoxy, branched or unbranched Ci^-perfluoroalkyl, amino, carboxy, amido, 
cyano, nitro, -SO2NH2, -CO-Ci-4-alkyl, -SO-Ci-4-alkyI, -S02-Ci-4-alkyl, 
-NH-S02-Ci-4-alkyl, wherein Ci^-alkyl may be branched or unbranched, an 
unsubstltuted or at least mono-substituted phenyl or naphthyl radical and an 
unsubstituted or at least mono-substituted ftiranyl-, thienyl-, pyrrolyl-, Imidazolyl-, 
pyrazolyl-, pyridinyl-, pyrimidlnyl-, quinolinyl- and isoquinollnyl radical, more 
preferably be selected from the group consisting of hydroxy, F, CI, Br, methoxy, 
ethoxy, methyl, CF3 and an unsubstituted phenyl radical. If any of the above 
mentioned substitutents itself is at least mono-substituted, said substituents may 
preferably be selected from the group consisting of F, CI, methyl and methoxy. 

If R^^ and R^"^ form a heterocyclic ring, which contains one or more further 
heteroatoms as ring members, unless defined othenA/ise, each of these heteroatoms 
may preferably be selected from the group consisting of N, O and S, more preferably 
from the group consisting of N and O. 

If one or more of the residues R^'-R^^ and W represents or comprises a cycloaliphatic 
radical, which contains one or more heteroatoms as ring members, unless defined 
otherwise, each of these heteroatoms may preferably be selected from the group 
consisting of N, O. S and P, more preferably from the group consisting of N, O and S. 

If one or more of the residues R^-R"*, R^°-R^^ and W represents or comprises an 
heteroaryl radical, which contains one or more heteroatoms as ring members, unless 
defined othePA^ise, each of these heteroatoms may preferably be selected from the 
group consisting of N, O, S and P, more preferably from the group consisting of N, O 
and S. 
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If W represents or comprises a cycloaliphatic radical, a heteroaryl radical, an aryl 
radical and/or a mono- or polycycllc ring system, which is substituted by one or more 
substltuents, unless defined othenwise, each of these substltuents may preferably be 
selected from the group consisting of hydroxy, nitro, carboxy. cyano. keto, halogen, 
Ci.2(ralkyl. partially fluorinated Ci^ alkyl. partially chlorinated alkyi, partially 
brominated Ci^ alkyl, Ci^-alkoxy, partially fluorinated Ci^ alkoxy, partially 
chlorinated Ci^ alkoxy, partially brominated Ci^ alkoxy, C2^alkenyl, S02-Ci-4-alkyl, - 
(C=0)-Ci^-alkyl. -(C=0)-0-Ci^alkyl. -(C=0)-Cl, -S-Ci^-alkyl-. -(C=0)-H, -NH- 
(C=0)rNH-Ci^-alkyl, -(C=0)-Ci^-perfluoroalkyl, -NR'^R^, wherein and R^ are 
independently selected from the group consisting of H, Ci^-alkyl and phenyl, NH- 
(C=0)-Ci-5-alkyl, -Ci-5-alkylen-(C=0)-Ci-5-alkyl, (1 ,3-Dihydro-1-oxo-2H-isoindol-2-yl), 
N-Phthalimidinyl-, (1,3-Dioxo-2-azaspiro[4,4]-non-2-yl, substituted or unsubstituted 
phenyl, -SOa-phenyl, phenoxy, pyridinyl, pyridinyloxy, pyrazolyl, pyrimidinyl, 
pyrroiidinyi-, -SOa-pyrrolidinyl, morpholinyl, SOa-morpholinyl-, thiadiazolyl, 
oxadiazolyl, oxazolyl, thiazolyl, isoxazolyl, O-CHa-thiazolyl,-, NH-phenyl. and -Ci^- 
Alkylen-NH-(C=0)-phenyl, more preferably from the group consisting of hydroxy, 
nitro, carboxy, cyano, keto, F, CI. Br, I, Ci.i2-alkyl, CH2F, CHF2, CF3, CH2CI, CH2CI2. 
CCI3, CH2Br. CHBr2, CBra, OCF3. OCHF2. OCH2F. O-CH2-CF3, vinyl, SO2-CH3, - 
(C=0)-CH3, -(C=0)-C2H5, -(C=0)-0-CH3, -(C=0)-0-C2CH5, -(C=0)-Cl, -S-CH3-, - 
(C=0)-H, -NH-(C=0)-NH-CH3, -(C=0)-CF3, dimethylamino, diethylamino, dl-n- 
propylamino, di-iso-propylamino, dl-n-butylamino. di-tert-butyamino, NH-(C=0)-CH3, - 
CH2-(C=0)-CH3, -CH2-(C=0)-C2H5, (1.3-Dihydro-1-oxo-2H-isoindol-2-yl). N- 
Phthalimldinyl-, (1 ,3-Dioxo-2-azaspiro[4,4]-non-2-yl, substituted or unsubstituted 
phenyl, -SOa-phenyl, phenoxy, pyridinyl, pyridinyloxy, pyrazolyl, pyrimidinyl, 
pyrroiidinyi-. -SOa-pyrrolidinyl, morpholinyl, SOa-morpholinyl-, thiadiazolyl, 
oxadiazolyl. oxazolyl. thiazolyl. isoxazolyl, 0-CH2-thiazolyl,-, NH-phenyl, and -CH2- 
NH-(C=0)-phenyl. 

If any of the afore mentioned substltuents itself is substituted by one or more 
substltuents, said substltuents may preferably be selected from the group consisting 
of halogen, nitro, cyano, hydroxy, -(.C=0)-Ci^-alkyl. Ci^-alkyl, at least partially 
fluorinated Ci^-alkyl. at least partially chlorinated Ci^-alkyl. at least partially 
brominated Ci^-alkyl, -S-Ci-t-alkyl. -C(=0)-0-Ci^-alkyl, -(C=0)-CH2-F, -(C=0)-CH2- 
Cl, -(C=0)-CH2-Br, preferably finom the group consisting of F, CI. Br. CH2F, CHF2, 



13 



wo 2005/014589 



PCT/EP2004/008507 



CF3. CH2CI. CHCI2. CCI3, CH2Br. CHBr2, CBfa, nitro, cyano, hydroxy, -(C=0)-CH3. 
CHs, C2H5, -S-CHa, -C(=0)-0-CH3, -C(=0)-0-C2H5. -{C=0)-CH2-F. -(C=0)-CH2-CI 
and -(C=0)-CH2-Br. 

Preferred compounds of general formula (I) are those, wherein R\ R^, R^, R"* are 
each independently selected from the group consisting of H, F, CI, Br, an unbranched 
or branched, saturated or unsaturated, optionally at least mono-substituted 
aliphatic radical, a saturated or unsaturated, optionally at least mono-substituted, 
optionally at least one heteroatom as ring member containing Cs^-cycloaliphatic 
radical, which may be bonded via an optionally at least mono-substituted Ci^ 
alkylene group and/or may be condensed with an optionally at least mono-substituted 
mono- or polycyclic ring-system, an optionally at least mono-substituted, 5- or 6- 
membered aryl- or heteroaryl radical, which may be bonded via an optionally at least 
mono-substituted Ci^-alkylene group and/or may be condensed with an optionally at 
least mono-substituted mono- or polycyclic ringsystem, a nitro group, a cyano group, 
-OR^^ -OC(=0)R^\ -SR^2^ -SOR^^, -S02R^^ -NH-S02R^^. -SO2NH2 and a 
-NR^^R^^ moiety, 

preferably selected from the group consisting of H, F, CI, Br, a saturated, branched or 
unbranched, optionally at least mono-substituted Ci.3-aliphatic radical, a saturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing C5- or Cq- cycloaliphatic radical, which may be bonded via an 
optionally at least mono-substituted Ci- or G2-all<ylene group, a nitro group, a cyano 
group. -OR^°, -OC(=0)R^\ -SR^^ and -NR^^R^"^ moiety, 

more preferably selected from the group consisting of H, F, CI, -CH3, -CH2CH3, -CF3, 
-CF2CF3, cyclopentyl, cyclohexyl, a nitro group, a cyano group and -OR^°, 

and R^-R'*® and W have the meaning as defined above, optionally in form of one of 
their stereoisomers, preferably enantiomers or diastereomers, their racemates or in 
form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 
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Also preferred are compounds of generals formula (I), wherein represents 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted Ci-6-aliphatic radical or a saturated or unsaturated, optionally at 
least mono-substituted, optionally at least one heteroatom as ring member containing 
C3^-cycloallphatlc radical, 

preferably represents H or a branched or unbranched Ci.3-alkyl radical, 
more preferably H, CH3 or CH2CH3, 

and R^-R"*, R^-R''® and W have the meaning given above, optionally in form of one of 
their stereoisomers, preferably enantiomers or diastereomers, their racemates or in 
form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, In any mixing ratio, or conresponding salts thereof, or corresponding 
solvates. 

Preferred compounds of general formula (I) are also those, wherein R®, R^, R®, R^ 
are each independently selected from the group consisting of hydrogen, an 
unbranched or branched, saturated or unsaturated, optionally at least mono- 
substituted Ci^-allphatic radical, a saturated or unsaturated, optionally at least mono- 
substituted, optionally at least one heteroatom as ring member containing C3.8- 
cycloaliphatic radical, a cyano group and a -COOR^^ moiety, 

preferably selected from the group consisting of H, a branched or unbranched C1.3- 
alkyl radical, a cyano group and a -COOR^^ group, 

more preferably from the group consisting of H, -CH3, -CH2CH3 and a cyano moiety, 

and R'^-R^, R^°-R^® and W have the meaning given above, optionally In fomi of one of 
their stereoisomers, preferably enantiomers or diastereomers, their racemates or in 
form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, In any mixing ratio, or confesponding salts thereof, or corresponding 
solvates. 
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Also preferred are compounds of general formula (I), wherein W represents an 
unbranched or branched, optionally at least mono-substituted Cii.2o-alkyl radical, a 
napthyl group, which Is at least mono substituted, a quinolinyl group, which is at least 
mono-substituted, a pyrrolyl group, which Is at least mono-substituted by a 
substituent other than Ci^-alkyl, an optionally at least mono-substituted thiazolyl-, 
benzo[b]-thiophenyl-, benzo[b]-furanyl-. isoquinolinyl-, tetrahydrolsoquinolinyl-. 
pyrazolyl-, isoazolyl-, chromanyl-, benzothiadiazoiyi-, imidazolyl-, benzofurazanyl-, 
dibenzo[b,d]-furanyl-, benzoxadlazolyl-, imldazo[2,1-b]-thiazolyl-, anthracenyl-, 
coumarinyl-, 2,3-Dlhydro-1 ,4-benzodloxlnyl-, 2,3-Dihydrobenzo[b]furanyl-, 3,4- 
Dihydro-2H-1 ,4-Benzoxazinyl-. 3,4-Dihydro-2H-1 ,5-Benzodioxepinyl-, Benzothiazolyl- 
, lmidazo[1 ,2-a]-pyridinyl-, a chromonyl- group, an isatinyl group, a 
pentamethyldihydrobenzofuranyl group, an optionally at least mono-substituted 
cyclopropyl- or cyclopentyl-group, a 2-(1 ,3-Dioxo-1 ,3-dihydro-isolndol-2-yl-)-ethyl, a 
thienyl group, which is at least mono-substituted by one or more substltuents 
independently selected from the group consisting of F, CI, Br, Ci-5-alkoxy-, CF3, 
-S02-Ci-5-alkyl and optionally at least mono substituted benzoylaminomethyl-, 
phenylsulfonyl-, isoxazolyl-, benzamidomethyl-, pyrimidyl-, thiazolyl-, pyrazolyl-, 
phenyl-, 1 ,2,4-thiadiazolyl-. 1 ,3-oxazolyl- or 1 ,2,4-oxsidiazolyl-, a furyl group, which is 
at least mono-substituted by one or more subsitutents independently selected from 
the group consisting of a Ci.5-alkyl radical, which may be at least partially fluorinated 
or chlorinated, an optionally at least mono-substituted phenyl and a -(C=0)-C)-Ci^- 
alkyl group, 

a NR^®R^^-moiety, 

a COR^^-molety, 

or a phenyl radical, which is at least mono-substituted with one of the substituents 
selected from the group consisting of: 

2,2,2,-Trifluoroethoxy-, C2^Alkenyl-, 1,3-Dihydro-1-oxo-2H-lsoindol-2-yl-, N- 
Phthalimldlnyl-, [(2-chloro-1 ,3-thlazolyl-5-yl)-methoxy, Ethyl-5-yl-2-methyl-3-furoate, 
Cii.2o-alkyl-, 1,3-Dioxo-2-azaspiro[4,4]non-2-yl-, pyrazolyl-, (1 ,3-oxazol-5-yl)-, (5- 
Methyl-1,3,4-oxadlazol-2-yl)-, difluoromethoxy. dichloromethoxy, 1- 
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pyrrolidinylsulfonyl. morpholinosulfonyl, 2-methyl-4-pyrimldinyl-. a phenoxy group, 
which is at least mono-substituted \Anth Ci^-alkoxy, a phenyl group, which is at least 
mono-substituted with one of the substituents selected from the group consisting of 
nitro. Ci-5-alkoxy, F. CI, Br, at least parUally fluorinated Ci^alkyl. at least partially 
chlorinated Ci^-alkyl. ((2-Chloro-1,3-thiazol-5-yl)-methoxy]-, -<C=0)-H and -(C=0)-Ci. 
5-alkyl. a pyridinyl group, which is at least mono-substituted with Ci^-alkoxy. a 
pyridinyloxy group, which Is at least mono-substituted with Ci^alkoxy, a phenoxy 
group, which is at least dl-substituted and a pyridinyloxy group, which is at least dl- 
subsituted, 

more preferably W represents a moiety selected from the group consisting of 5- 
Dlmethylamino-napth-1 -yl, 2-Acetamido-4-methyl-5-thiazolyl-, Trifluoromethyl-. 
Trichloromethyl-, Isopropyl-, Methyl-, 2,2,2-Trifluoroethyl-, Ethyl-, Hexadecyl-, 2- 
Chloroethyl-, n-Propyl-, 3-Chloro-propyl-, n-Butyl-, Dichloromethyl-, Chloromethyl-, 
Dodecyl-, 1-Octyl-, 6-(p-toluidino)-naphth-2-yl-, 4,5-Dibromo-thiophene-2-yl-, 
Benzoylchloride-2-yl-, 1-Octadecyl-, 4-Bromo-2,5-dichloro-thiophene-3-yl-, 2,5- 
Dichloro-thiophene-3-yl-, 5-Chloro-thiophene-2-yl-, 1-Decyl-, 3,5-Dlchloro-4-(2-chloro- 

4- nltrophenoxy)-phenyl-, 2,3-Dlchlorothiophene-5-yl-, 3-Bromo-2-chloro-thlophene-5- 
yl-, 3-Bromo-5-chloro-thiophene-2-yl-, 2-(Benzoylaminomethyl)-thiophene-5-yl-, 4- 
(Phenyl-sulphonyl)-thlophene-2-yl-, 2-Phenyl-sulphonyl-thfophene-5-yl-, 2-[1 -Methyl- 

5- (trifluoromethyI)pyrazol-3-ylHhlophene-5-yl-, 5-Chloro-1,3-dlmethylpyrazole-4-yl-, 
3,5-Dimethylisoxazole-4-yl-, 2-(2,4-Dichlorophenoxy)-phenyl, 4-(2-Chloro-6-nitro- 
phenoxy)-phenyl-, 4-(3-chloro-2-cyanophenoxy)-phenyl, 2,4-Dimethyl-1 ,3-thiazole-5- 
yl-. Methyl-methane-sulfonyl-, 2,5-Bis-(2,2,2-Trifluoroethoxy)-phenyl-, 5-(Di-n- 
propylamino)-naphth-1 -yl-, 2,2,5.7,8-Pentamethyl-chroman-6-yl-, 5-Chloro-4-nitro- 
thiophene-2-yl-, 2,1 ,3-Benzothiadiazole-4-yl-, 1-Methyl-imidazole-4-yl-, 
Benzofurazan-4-yl-, 5-(lsoxazoI-3-yl)-thiophene-2-yl-, Vinyl-phenyl-4-yl-, 5-Dichloro- 
methyl-furan-2-yl-, 5-Bromo-thiophene-2-yl-, 5-(4-Chlorobenzamidomethyl)- 
thiophene-2-yl-, Dibenzo[b,d]-furan-2-yl-, 5-Chloro-3-methylbenzo[b]-thiophene-2-yl-. 
3-Methoxy-4-(methoxycarbonyl)-thlophene-2-yl-, 5-[2-(Methylthlo)-pyrimidin-4-yl-]- 
thiophene-2-yl-, 4-Chloro-2,1,3-Benzoxadiazole-7-yl-, 5-Chloro-2,1,3- 
Benzoxadlazole-4-yl-, 6-Chloro-imidazo(2, 1 -B)-thlazole-5-yl-, 3-Methyl-benzo[b]- 
thiophene-2-yl-. 4-[[3-Chloro-5-(Trifluoromethyl)-2-pyridyl]oxy-phenyl-, 5-Chloro- 
naphth-1-yl-, 5-Chloro-naphth-2-yl-, 9,10-Dibromoanthracene-2-yl-, Isoquinoline-S-yl-, 
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4-Methoxy-2,3.6-trimethylbenzoyl-, 4'-Nitro-blphenyl-4-yl-. (1 .3-Dlhydro-1-oxo-2H- 
lsoindol-2-yl-)-4-phenyl-, 5-(2-Methyl-1 .3-thiazoIe-4-yl)-thiophene-2-yl-, 5-(1-Methyl-3- 
(trifIuoromethyl)pyrazol-5-yl-]-thiophene-2-yl-. 5-[5-Tiifluoromethyl)-lsoxazol-3-yll- 
thiophene-2-yl-, p-Dodecyl-phenyl-, 4-[(3-Cyano-4-methoxy-2-pyridinyl)oxy]-phenyl-, 
4-(N-phthalImidinyl)-phenyl-. 1.2,3,4-Tetrahydro-2-(trifluoroacetyl)-isoquinoline-7-yl-. 
1 ,2-Dimethylimidazole-4-yl-. 2,2,4,6,7-Pentamethyldlhydrobenzofuran-5-yl-, 4-Chloro- 
naphth-1-yl-, 2,5-Dichloro-4-nltro-thlophene-3-yl-. 4-(4-Methoxy-phenoxy)-phenyl-, [4- 
(3,5-Dlchlorophenoxy)phenyl]-, [4-(3.4-Dichlorophenoxy)phenyl]-, [4-(3,5)- 
Bis(trifluoromethyIphenoxy)phenyl]-, 3-(2-Methoxy-phenoxy)-phenyl, 3-(4-Methoxy- 
phenyl)-phenyl-, 3-(4-Chloro-phenyI)-phenyl-, 3-(3.5-Dichloro-phenyl)-phenyl-, 3-(3,4- 
Dichloro-phenyl)-phenyl-. 3-(4-Fluorophenyl)-phenyl-, 3-[4-(Trifluoromethyl)-phenyl]- 
phenyl-, 3-[3,5-Bis-(Trifluoromethyl)-phenyl]-phenyl-, 4-(2-Methoxy-phenoxy)-phenyl-, 

4- (2-Methyl-phenoxy)-phenyl-, 4-(4-Methoxy-phenoxy)-phenyl-, 4-(4-Chlorophenyl)- 
phenyl-, 4-(3,5-DichIorophenyl)-phenyl-. 4-(3,4-Dichlorophenyl)-phenyl-, 4-(4- 
FluorophenyO-phenyl-, 4-[4-(TrifIuormethyI)-phenyl]-phenyl-, 4-[3,5-Bis- 
(TrifIuoromethyl)-phenyl]-phenyl-, Cyclopropyl-, 2-(2-Chlorophenyl)-2-Phenylethyl-, 2- 
(2-Trifluoromethylphenyl)-2-phenylethyl-, 5-[4-Cyano-1 -methyl-5-(methylthlo)-1 H- 
pyrazol-3-yl-thlophene-2-yl-. 3-Cyano-2,4-bis-(2,2,2-Trmuorothoxy)-phenyl-, 4-[(2- 
Chloro-1 ,3-Thiazol-5-yl)-methoxy]-phenyl-, 2-(1 ,3-Dioxo-1 .3-dihydro-isoindol-2-yl)- 
ethyl-, 5-lodo-naphth-1 -yl-, Ethyl-2.5<limethyl-1 -phenylpyrTole-4-carboxylate-3-yl-, 
Ethyl-2-methyl-1 ,5-dlphenyl-1 H-pyrrole-3-carboxylate-4-yl-, Ethyl-5-(4-chlorophenyl)- 
2-methyl-3-furoate-4-yl, Ethyl-5-(4-chlorophenyl)-2-methyl-1-phenyl-3-carboxylate-4- 
yl-, Ethyl-2,5-dimethyl-3-furDate-4-yl-, 3-Chloro-4-(1 ,3-dioxo-2-Azaspiro[4,4]non-2-yl)- 
phenyl-, Coumarin-6-yl, 3-(4-Methoxy-phenoxy)-phenyl-, [3-(3,5-DichlotX)phenoxy)]- 
phenyl-, [3-(3,4 Dichlorophenoxy)]-phenyl-, 3,5-Bls(Trifluoromethyl)phenoxyphenyI-, 
2,2-Dlphenylethyl-, 4-Phenyl-5-(trifluoromethyl)-thiophene-3-yl-, Methyl-4-Phenyl-5- 
(Trifluoromethyl)-thiophene-2-carboxylate-3-yl-, Methyl-1 ,2,5-trimethylpyrrole-3- 
Carboxylate-4-yl-, 4-Fluoro-naphth-1 -yl-, 5-Fluoro-3-methylbenzo[b]-thiophene-2-yl-, 
Methyl-2,5-dimethyl-3-furoate-4-yl-, Methyl-2-furoate-5-yl-, Methyl-2-methyl-3-furoate- 

5- yl-, Methyl-1 -methyl-1 H-pyrrole-2-Carboxylate-5-yl-, 2-(5-Chloro-1 ,2,4-Thladiazol-3- 
yl)-thiophene-5-yl-, 1 ,3,5-Trimethyl-1 H-pyrazole-4-yl-, 

Pentafluoroethoxytetrafluoroethyl-, 5-(5-lsoxazyI)-thlophene-2-yl-, 5-(5-lsoxazol-yl)-2- 
furyl-, 5-Methyl-2,1,3-benzothladiazole-4-yl-, 2.3-Dlhydro-1,4-benzodioxlne-6-yl-, 4- 
Methyl-Naphth-1 -yl-, 5-Methyl-2-(Trifluormethyl)-3-Furyl-, 2.3-Dihydrobenzo[b]furan- 
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5-yl-. 1-Benzothiophene-3-yl-, 4-Methyl-3,4-dihydro-2H-1 ,4-Benzoxazine-7-yl-, 6- 
Methyl-1-phenyl-1 H-pyrazole-4-yl-. 6-Morpholino-3-Pyridinyl-, 4-(1 H-PyrazoI-1-yl)- 
phenyl-, 6-Phenoxy-3-Pyridyl-, 3.4-Dihydro-2H-1.5-benzodioxepine-7-yl-. 5-(1,3- 
Oxazol-5-yl)-2-thienyl-. 4-(1 ,3-Oxazol-5-yl)-phenyl-, 5-Methyl-4-isoxazolyl. 2,1,3- 
Benzothiadlazole-5-yl-, 5-Acetamido-naphth-1-yl-, 3-Methyl-8-Quinolinyl-, 1,3- 
Benzothiazole-6-yl-, 2-Morphollno-3-Pyiidyl-, 2.5-Dlmethyl-3-thienyl-, 5-[5- 
(Chloromethyl)-1 .2,4-oxadlazol-3-ya-2-thlenyl-, Ethyl-3-[5-yI-2-thienyl-]1 ,2.4- 
oxadiazole-5-carboxylate-, 3-(5-Methyl-1,3,4-oxadlazol-2-yl)-phenyl-, 4- 
.(Djfluoromethoxy)-phenyl-, 3-(Dffluoromethoxy)-phenyl-, 2.2-Dimethyl-6-Chromanyl-, 
Ethyl-3,5-dimethyl-1 H-pynnole-2-carboxylate-4-yl-, lmidazo[1 ,2-A]pyridine-3-yl-, 3- 
(1 ,3-Oxazol-5-yl)-phenyl-. Ethyl-5-[4-yl)-phenyl]-2-methyI-3-furoate. 1- 
Pyrrolidinylphenylsulfonyl-, Methyl-5-yl-4-methyl-2-thlophene-carboxylate. Methyl-3- 
yl-4-(isopropylsulfonyl)-2-thiophene, 7-Chlorochromone-3-yl-, 4'-Bromobiphenyl-4-yl-, 
4'-Acetyl-biphenyl-4-yl-, 4'-Bromo-2'-fluoro-blphenyl-4-yl-, 1-Methyl-5-isatinyl-, 2- 
Chloro-3-thiophenecarboxylic-acid-5-yl-, 2-Methoxy-5-(N-phthalimidinyl)-phenyl-, 1 - 
Benzothiophene-2-yl-, Morpholinophenylsulfonyl- and 3-(2-Methyl-4-pyrimidinyl)- 
phenyl- and R^-R^® have the meaning given above, optionaiiy in fonri of one of their 
stereoisomers, preferably enantlomers or diastereomers, their racemates or in form 
of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or con^esponding 
solvates. 

Furthermore, compounds of general fomnuia (I) are preferred, wherein R"*" represents 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted Ci-6-aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing Ca^a- 
cycloallphatlc radical, which may be bonded via an optionally at least mono- 
substituted Ci^aikylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, or an optionaiiy at least mono- 
substituted, 5- or 6-membered aryl- or heteroaryl radical, which may be bonded via 
an optionally at least mono-substituted Ci.6-alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system. 
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preferably H, a linear or branched Ci-4-alkyl radical, a cyclohexyl radical or a phenyl 
radical, 



more preferably H, -CH3, -C2H5 or phenyl, 

and R^-R®, R^^-R^® and W have the meaning given above, optionally in forni of one of 
their stereoisomers, preferably enantiomers or dlastereomers, their racemates or in 
form of a mixture of at least two of Its stereoisomers, preferably enantiomers or 
dlastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Moreover, compounds of general formula (I) are preferred, wherein R^'' represents 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted Ci-e-aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing C3-8- 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted Ci^-alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, or an optionally at least mono- 
substituted, 5- or 6-membered aryl- or heteroaryl radical, which may be bonded \Aa 
an optionally at least mono-substituted Ci-e-alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 

preferably H, a linear or branched Ci-4-aIkyl radical, a cyclohexyl radical or a phenyl 
radical, more preferably H, -CH3, -C2H5 or phenyl, 

and R^-R^°, R^^-R^® and W have the meaning given above, optionally in form of one 
of their stereoisomers, preferably enantiomers or dlastereomers, their racemates or 
in form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
dlastereomers, in any mixing ratio, or conresponding salts thereof, or corresponding 
solvates. 
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Preference is also given to connpounds of general formula (I), wherein R^^ represents 
an unbranched or branched, saturated or unsaturated, optionally at least mono- 
substituted Ci^aliphatic radical, a saturated or unsaturated, optionally at least mono- 
substituted, optionally at least one heteroatom as ring member containing C3-8- 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted Ci^alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycycllc ring-system, or an optionally at least mono- 
substituted, 5- or 6- membered aryl- or heteroaryl radical, which may be bonded via 
an optionally at least mono-substituted Ci^alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 

preferably represents H, a linear or branched Ci-4-alkyl radical, a cyclohexyl radical 
or a phenyl radical, 

more preferably H, -CH3, -C2H5 or phenyl, 

and R^-R^\ R^^-R^® and W have the meaning given above, optionally In form of one 
of their stereoisomers, preferably enantiomers or diastereomers, their racemates or 
in form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Also preferred are compounds of general formula (I), wherein R^^ and R^"* are each 
independently selected from the group consisting of hydrogen, an unbranched or 
branched, saturated or unsaturated, optionally at least mono-substituted Ci^- 
aliphatic radical, a saturated or unsaturated, optionally at least mono-substituted, 
optionally at least one heteroatom as ring member containing Ca^-cycloaliphatic 
radical, which may be bonded via an optionally at least mono-substituted C1.6- 
alkylene group and/or may be condensed with an optionally at least mono-substituted 
mono- or polycyclic ring-system, or an optionally at least mono-substituted, 5- or 6- 
membered aryl- or heteroaryl radical, which may be bonded via an optionally at least 
mono-substituted Ci^alkylene group and/or may be condensed with an optionally at 
least mono-substituted mono- or polycyclic ring-system. 
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preferably are each independently selected from the group consisting of H, a linear or 
branched Ci-4-alkyl radical, a cyclohexyl radical and a phenyl radical, 

more preferably are each independently selected from the group consisting of H, 
CH3, C2H5 and phenyl, 

and R^-R^^, R^'^-R^® and W have the meaning given above, optionally in form of one 
of their stereoisomers, preferably enantiomers or diastereomers, their racemates or 
in form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Furthermore, compounds of general formula I are preferred, wherein R**^ and R^^ 
together with the bridging nitrogen atom form a saturated, unsaturated or aromatic, 5- 
or 6-membered heterocyclic ring, which may be at least mono-substituted and/or 
contain at least one further heteroatom as a ring member, 

preferably form an unsubstituted piperidin or morpholine group, 

and R^-R''^, R'^^-R^® and W have the meaning given above, optionally in form of one 
of their stereoisomers, preferably enantiomers or diastereomers, their racemates or 
In fomi of a mixture of at least two of Its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or conresponding salts thereof, or corresponding 
solvates. 

Also preferred are compounds of general formula (I), wherein R^^ represents 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted Ci.6-aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing Ca^- 
cycloaliphatic radical or an optionally at least mono-substituted, 5- or 6- membered 
aryl- or heteroaryl radical, which may be bonded via an optionally at least mono- 
substituted Ci.6-alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system. 
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preferably represents H, a linear or branched Ci-4-alkyl radical, a cyclohexyl radical 
or a phenyl radical, 

more preferably represents H, -CH3. -C2H5 or phenyl, 

and R^-R^^ R^^, R^^, R^® and W have the meaning given above, optionally in form of 
one of their stereoisomers, preferably enantiomers or diastereomers, their racemates 
or in form of a mixture of at least two of Its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Also preferred are compounds of general formula (I), wherein R^® represents an 
unbranched or branched, saturated or unsaturated, optionally at least mono- 
substituted C1.6 aliphatic radical, 

preferably an unbranched or branched, saturated, unsubstituted C1-3 alkyi radical, 
more preferably a methyl radical, 

and R^-R^^, R^^, R^^ and W have the meaning given above, optionally In form of one 
of their stereoisomers, preferably enantiomers or diastereomers, their racemates or 
in form of a mixture of at least two of Its stereoisomers, preferably enantiomers or 
diastereomers, In any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Also preferred are compounds of general formula (I), wherein R^^ represents an 
unbranched or branched, saturated or unsaturated, optionally at least mono- 
substituted C1.6 aliphatic radical, 

preferably an unbranched or branched, saturated, unsubstituted alkyI radical, 
more preferably a methyl radical. 
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and R^-R^^, R^® and W have the meaning given above, optionally in fomi of one of 
their stereoisomers, preferably enantiomers or diastereomers, their racemates or in 
fomi of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, In any mixing ratio, or cx)rresponding salts thereof, or corresponding 
solvates. 

Also prefenred are compounds of general fonmula (I), wherein R^® represents a 
phenyl radical, which is optionally at least mono-substituted by a aliphatic 
radical, more preferably a phenyl radical, which is optionally at least mono- 
substituted by a methyl group, 

and R''-R^^ and W have the meaning given above, optionally in form of one of their 
stereoisomers, preferably enantiomers or diastereomers, their racemates or in form 
of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Particularly preferred are compounds of general formula (I) selected from the 
following list A: 

List A: 
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1 -[1 -(Naphthalene-2-sulfonyl)-piperidin-4-yl]- 
1 ,4-dihydro-benzo[d][1 ,31oxazin-2-one 



1<P 



1 -[1 -(Toluene-4-sulfonyl)-piperidin-4-yll-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 




1 -(1 -Phenylmethanesulfonyl-piperidin-4-yl)-1 .4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -(1 -Benzenesulfonyl-piperidin-4-yl)-6-chloro- 
1 .4-dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -(toluene-4-sulfonyl)-piperidin-4- 
yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



CI 



6-Chloro-1 -(1 -phenylmethanesulfonyl-piperidin- 
4-yl)-1 ,4-dlhydro-benzo[d][1 ,3]oxazin-2-one 
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6-Chloro-1 -[1 -{naphthalene-1 -sulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



II o 



6-Chloro-1 -[1 -(naphthalene-2-sulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 






6-Chloro-1 -[1 -(5-chloro-3-methyl- 
benzo[b]thiophene-2-sulfonyl)-piperidin-4-yl]- 
1 ,4-clihydro-benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -(5-chloro-3-methyl- 
benzo[b]thiophene-2-sulfonyl)-piperidin-4-yl]- 
1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(4-Acetyl-benzenesulfonyl)-piperidin-4-yl]- 
1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



2-[4-(2-Oxo-4H-benzo[d][1 ,3]oxazin-1-yl)- 
piperidine-1 -sulfonyl]-benzonitrile 



1 -[1 •<2,4-Dimethyl-ben2enesulfonyl)-piperidin- 
4-yl]-1 .4-dihydro-benzo[d][1 ,3]oxazin-2-one 
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CH3O 




1 -[i -(4.Methoxy-benzenesulfonyl)-piperidin-4- 
yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazjn-2-one 



4-(2-Oxo-4H-benzo[d]t1 .3]oxazin-1 -yl)- 
piperidine-1 -sulfonic acid dimethylamide 



1 -[1 -(2-Naphthalen-1 -yl-ethanesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 






N 




8-Metiiyl-1 -[1 -(thiopliene-2-sulfonyl)-piperidin- 
4-yl]-1 .4-dihydro-benzo[d][1 .3]oxazin-2-one 



1 -[1 -(4-Acetyl-benzenesulfonyl)-piperidin-4-yl]- 
8-metliyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 



one 



2-[4-(8-Methyl-2-oxo-4H-benzo[d][1 ,3]oxazin-1 - 
yi)-piperidine-1 -sulfonyl]-benzonitrile 



1 -[1 -(2,4-Dimethyl-benzenesulfonyl)-plperidin- 
4-yl]-8Hmetliyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 
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i .[1 .(4-Methoxy-benzenesulfonyl)-piperid!n-4- 
yl]-8-methyl-1 ,4-dihydro-benzo[d][1 ,31oxazin-2- 




one 




4-(8-Methyl-2-oxo-4H-benzo[d][1 .3]oxazii>1 - 
yl)-piperidine-1 -sulfonic acid dimethylamide 




8-MethyI-1 -[1 -(2-naphthaIen-1 -yl- 
ethanesulfonyl)-piperidin-4-yll-1 ,4-diliydro- 
benzo[d][1 ,3]oxazln-2-one 




H3C J^^ 




4-(6-Chloro-2-oxo-4H-benzo[d][1 .3]oxazin-1 - 
yl)-piperidine-1 -sulfonic acid dimethylamide 



2-[4-(2-Oxo-4H-benzo[d][1 .3]oxazin-1 -yl)- 
piperidlne-1-sulfonyl]-benzoic acid methyl ester 



1 -[1 -(3-Trlf luoromethyl-benzenesulfonyl)- 
piperidln-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln- 
2-one 




2-[4-(8-Methyl-2-oxo-4H-benzo[d][1 ,3]oxazin-1 - 
yl)-plperidine-1-sulfonyl]-benzoic acid methyl 
ester 
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8-Methyl-1 -[1 -(3-trifluoromethyl- 
benzenesulfonyl)-piperidin-4-yl]-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(4-Acetyl-benzenesulfonyl)-piperidin-4-yl]- 
6-chloro-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



2-[4-(6-Chloro-2-oxo-4H-benzo[d][1 ,3]oxazin-1 - 
yl>-piperidine-1 -sulfonyQ-benzonitrile 



6-Chloro-1 -[1 -(4-methoxy-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



2-[4-(6-Chloro-2-oxo-4H-benzo[d][1 ,3]oxazin-1 - 
yl)-piperidine-1-sulfonyl]-benzoic acid methyl 
ester 



6-Chloro-1 -[1 -(2,4-dimethyl-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



6-Chloro-1 -[1 -(3-trifluoromethyl- 
benzenesulfonyl)-piperidin-4-yll-1 ,4-dihydro- 
benzo[d][1 ,3]oxazln-2-one 
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1 -t1 -(5-ChIoro-3-methyl-benzo[b]thiophene-2- 
sulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
ben2o[dl[1 ,3]oxazin-2-one 




1 ^1 .[4-(4-Bromo-phenoxy)-benzenesulfonyl]- 
piperidin-4-yl}-8-methyl-1 ,4-dihydro- 
benzo[dl[1 ,3]oxa2ln-2-one 






o 





1 -[1 -(4-.FIuoro-benzenesulfonyl)-piperidin-4-yl]- 
8-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 



8-Methyl-1 -[1 -{naphtha!ene-2-sulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



8-MethyH -(1 -phenylmethanesulfonyl-plperidin- 
y^. 4-yl)-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(4-Bromo-benzenesulfonyl)-piperidin-4-yl]- 
6-chloro-1 ,4-dihydro-ben2o[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -{4-methanesulf onyl- 
V'^^ benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 

benzo[d][1 ,3]oxazin-2-one 



a 
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1 -[1 -(Butane-1 -sulfonyl)-piperidin-4-yl]-6- 
chloro-1 ,4-dihydro-benzoId][1 ,3]oxazin-2-one 



1 -[1 -(4-Bromo-benzenesulfonyl)-piperidin-4-yl]- 
8-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 



1 -[i -(4-Methanesulfonyl-benzenesulfonyl)- 
piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[dl[1 ,3]oxazin-2-one 



1 -[1 -(Butane-1 -sulfony!)-piperidin-4-yIl-8- 
methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -(2-nrtro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln- 
2-one 



6-Chloro-1 -[1 -(3-nitro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln- 
2-one 



1 -[1 -(Biphenyl-4-sulfonyl)-plperidin-4-yl]-6- 
chloro-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 
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8-Methyl-1 -[1 -{2-nitro-benzenesulfonyl)- 
piperidirv4-yl]-1 ,4-dihydro-benzoId][1 ,3]oxazln- 
2-one 



8-Methyl-1 -[1 -(3-nltro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d]t1 .3]oxazin- 
2-one 



1 -[1 -(Biphenyi-4-suIfonyl)-piperldin-4-y!]-8- 
methyl-1 .4-dihydro-benzo[d][1 ,3]oxazin-2-one 



8-Methyl-1 -[1 -(4-nitro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4<lihydro-benzo[d][1 ,3]oxazin- 
2-one 



6-Chloro-1 -[1 -(4-nitro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 
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-Ethanesulfonyl-piperidin-4-yl)-1 ,4-dihydro- 
benzo[cq[1 ,3]oxa2ln-2-one 



1 -[1 -(Propane-1 -sulfonyl)-piperldin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(Propane-2-sulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -(1 -ethanesulfonyl-piperidin-4-yl)- 
1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -(propane-1 -sulfonyl)-piperidin-4- 
yl]-1 ,4-dihydro-benzo[d]t1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -{propane-2-sulfonyl)-piperidin-4- 
yl]-1 ,4-dihydro-benzotd][1 ,3]oxazin-2-one 
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6-Chloro-1 -[1 -(quinoline-8-sulfonyl)-piperidin-4- 
yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 





1 -[1 -(4-Nitro-benzenesulfonyl)-piperidin-4-yl]- 
1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Methyl-1 -[1 -(quinoline-8-sulfonyl)-piperidin-4- 
yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Methyl-1 -[1 -{2-naphthalen-1 -yl- 
ethanesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d]t1 ,3]oxazin-2-one 



6-Methyl-1 -[1 -(toluene-4-sulfonyl)-plperidin-4- 
yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(4-Fluoro-ben2enesulfonyl)-plperidin-4-yl]- 
6-methyM ,4-dihydro-benzo[d][1 ,3]oxazin-2- 



one 
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\.6 



6-Methyl-1 -[1 -(naphthalene-1 -sulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-ben2o[d][1 ,3]oxa2in- 
2-one 



6-MethyH -[1 -(naphthalene-2-sulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



1 .[1 -(5<;hloro-3-methyl-ben2o[b]thiophene-2- 
sulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 





CH, 



6-Methyl-1 -[1 -(4-nitro-benzenesulfonyl)- 
piperidin-4-ylh1 ,4-dihydro-benzo[d]t1 .SJoxazin- 
2-one 



1 -(1 -Benzenesulfonyl-piperidin-4-yl)-6-methyl- 
1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



" o 




1 -[1 -(4-Chloro-3-nitro-benzenesulfonyI)- 
plperidln-4-yl]-6-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -{5-Dimethylamino-naphthalene-1 - 
sulfonyl)-plperidin-4-yll-6-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 
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1 ^1 -(^^-Chloro-3-nitro-benzenesulfonyl)- 
pipericlin-4-yl]-8-methyl-1 ,4-dlhydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(4-Chloro-3-nitro-benzenesulfonyl)- 
piperidln-4-yl]-1 ,4-dlhydro-benzo[d][1 ,3]oxazin- 
2-one 



6-Chloro-1 -[1 -(4-chloro-3-nitro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4-dlhydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -(5-dimethylamino-naphthalene-1 - 
sulfonyl)-piperidin-4-yl]-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(4-Methoxy-2.3.6-trimethyl- 
benzenesulfonyl)-piperidin-4-yl]-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2one 



1 -[1 ■.(4-Methoxy-2,3.6-trimethyl- 
ben2enesulfonyl)-piperidin-4-yl]-8-methyl-1,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -(4-methoxy-2,3,6-trimethyl- 
benzenesulfonyl)-piperidin-4-yll-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 
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1 -[1 -{4-Methoxy-2. 3.6-trimethyl- 




ben2enesulfonyl)-piperidin-4-yl]-6-methyl-1,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



Br 



Br 



1 -[1 -(2-Bromo-ben2enesulfonyl)-piperidin-4-yl]- 
1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(2-Bromo-ben2enesulfonyl)-piperldin-4-yl]- 
8-methyl-1 ,4-dihydro-ben2o[d][1 ,3]oxazin-2- 
one 



1-[1-(2-Bromo-benzenesulfonyl)-piperidin-4-yl]- 
6-chloro-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 




1 -[1 -(2-Bromo-benzenesulfonyl)-piperidin-4-yl]- 
6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 



6-Chloro-1 -[1 -(2,3-dichloro-benzenesuIfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



1 -[1 -(2,3-Dichloro-benzenesulfonyl)-piperidin- 
4-yl]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 
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1 -[1 -(2.4,5-Trichloro-benzenesulf onyl)- 
piperidin-4-yl]-1 ,4-dihydro7benzo[d][1 ,31oxazIn- 
2"One 



8-Methyl-1 -[1 -(2,4,5-trichloro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



6-Chloro-1 -[1 -(2,4,5-trichloro-benzenesulfonyl)- 
plperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



6-Methyl-1 -[1 -(2,4,5-trichloro-benzenesulfonyi)- 
piperidin-4-yl]-1 ,4Hdihydro-benzo[d][1 ,3]oxazin- 
2-one 



1 -[1 -(5-Bromo-2-methoxy-benzenesulf onyl)- 
piperidln-4-yl]-1 ,4-dlhydro-benzo[d][1 ,3]oxazin- 
2-one 



1 -[1 -(5-Bronno-2-methoxy-benzenesulfonyl)- 
piperidin-4-yl]-8-methy!-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(5-Bromo-2Hmethoxy-benzenesulfonyl)- 
plperidin-4-yl]-6-chloro-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 
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1 -[1 -(5-Bromo-2-methoxy-ben2enesulf onyl)- 




piperidln-4-yi]-^methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(2,6-Dimethoxy-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 




2-one 



1 -[1 -{2,6-Dimethoxy-benzenesulfonyl)- 
piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 




6-Chloro-1 -[1 -(2,6-dimethoxy- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



H.C-0 




1 -[1 -(2,6-Dimethoxy-benzenesulfonyl)- 
piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzo[d](1 ,3]oxazin-2-one 




1 -(1 -Pentamethylbenzenesulfonyl-piperldln-4- 
yl)-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



8-Methyl-1 -(1 -pentamethylbenzenesulfonyl- 




piperidin-4-yl)-1 ,4-dlhydro-benzo[d][1 ,3]oxazin- 
2-one 
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6-Chloro-1 -(1 -pentamethylbenzenesulfonyl- 
piperidin-4-yl)-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



6-Methyl-1 -(1 -pentamethylbenzenesulfonyl- 
piperidin-4-yl)-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



1 -{1 -[2-(2,2,2-Trifluoro-acetyl)-1 .2.3.4- 
tetrahydro-isoquinoline-7-sulfonyl]-piperidin-4- 
yl}-1 ,4-dihydro-benzo[d][1 .3]oxazin-2-one 



8-MethyH -{1 -[2-(2,2.2-trifluoro-acetyl)-1 ,2.3.4- 
tetrahydro-isoquinoline-7-sulfonyl]-piperidin-4- 
yl}-1 ,4-dihydro-benzoId][1 ,3]oxazin-2-one 



6-Chloro-1 -{1 -[2-(2.2.2-trifluoro-acetyl)-1 .2.3,4- 
tetrahydro-isoquinoline-7-sulfonyl]-plperidin-4- 
yl}-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Methyl-1 -{1 -[2-{2.2,2-trifluoro-acetyl)-1 .2.3,4- 
tetrahydro-isoquinollne-7-sulfonyl]-piperidin-4- 
yl}-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(2-Methyl-5-nitro-benzenesulfonyl)- 
piperidin-4-yl]-1 .4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 
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8-Methyl-1 -[1 -(2-niethyl-5-n!tro- 




benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,31oxazin-2-one 




6-Chloro-1 -[1 -(2-methyl-5-nitro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
ben20[d][1 ,31oxazin-2-one 




6-Methyl-1 -[1 -(2-methyl-5-nitro- 
ben2enesulfonyl)-piperldin-4-yl]-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -{4-Bromo-2,5-difluoro-benzenesulfonyl>- 
piperidin-4-yll-1 ,4-dihydro-benzo[d][1 .3]oxazin- 
2-one 



1 -[1 -(4-Bromo-2,5-difluoro-benzenesulfonyl)- 
piperldin-4-yl]-8-methyl-1 .4-dihydro- 
benzo[dl[1 ,3]oxazin-2-one 



1 .[1 -(4-Bromo-2,5-difluoro-benzenesulfonyl)- 
piperidin-4-yl]-6-chloro-1 .4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(4-Bromo-2,5-difluoro-benzenesulfonyl)- 
piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
^ ^cH, ben2o[d]t1,3]oxazin-2-one 
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1 -[1 -(4-Chloro-2.5-diniethyl-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 




1 .[1 ^4-Chloro-2,5-dimethyl-benzenesulfonyl)- 
pipericlin-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 




6-Chloro-1 -[1 -{4-chloro-2,6-dimethyl- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 




1 -[1 -(4-Chloro-2,5-dimethyl-ben2enesulfonyl)- 
piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



0^ 



CH3 



1.[1^4.Methoxy-benzenesulfonyl)<-piperid[n-4- 
yl]-6-methyl-1 ,4-dihydro-ben2o[d][1 ,3]oxa2in-2- 



one 



1 -[1 -{4-lsopropyl-benzenesulf onyl)-piperidln-4- 
yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln-2-one 



// u ^ 




1 -[1 -(4-lsopropyl-benzenesulfonyl)-piperidin-4- 
yl]-8-methyl-1 ,4-dihydro-benzo[d][1 .3]oxazin-2- 



one 



42 



wo 2005/014589 




PCT/EP2004/008507 



6-Chloro-1 -[1 -(4-isopropyl-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



1 -[1 -(4-lsopropyl-benzenesulf onyl)-piperidin-4- 
yl]-6-methy|.l ,4-dihydro-ben2o[d][1 ,3]oxa2in-2- 
one 



1 -[1 -(3-Chloro-4-fluoro-ben2enesuIfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[dl[1 ,3]oxazin- 
2-one 



1 -[1 -(3-Chloro-4-fluoro-benzenesulfonyl)- 
piperidin-4-'yl]-8-methyl-1 ,4-dihydro- 
benzo[d][1 ,31oxazin-2-one 



6-Chloro-1 -[1 -(3-chloro-4-fluoro- 
benzenesulfonyI)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(3-Chloro-4-fluoro-benzenesulfonyl)- 
piperidin-4-yl]-6-methyl-1 .4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -{4-Bromo-benzenesulfonyl)-piperidin-4-yl]- 
6-methyH ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 



43 



wo 2005/014589 




PCT/EP2004/008507 

6-Methyl-1 -[1 -(3-nltro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d]I1 ,3]oxazIn- 
2-one 



6-Methyl-1 -[1 -(3-trifluoromethyl- 
benzenesulfonyl)-piperidin-4-yl]-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(4-Trif1uoromethoxy-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln- 
2-one 



1 -[1 -(2-Nitro-4-trif]uoromethyl- 
benzenesuIfonyl)-piperidin-4-yll-1,4-dihydro- 
benzo[d][1 .3]oxazin-2-one 



1 -[1 -(3-Fluoro-benzenesulfonyl)-piperidin-4-yl]- 
1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(2,4-Dichloro-benzenesulfonyl)-plperidin- 
4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(2,4,6-Trimethyl-benzenesulf onyl)- 
plperldin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 
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1 -[1 -(2-Trlfluoromethyl-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benro[d][1 ,3]oxazln- 
2-one 



8-Methyl-1 -[1 -(4-trifluoromethoxy- 
benzenesulfonyl)-piperidin-4-yl]-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



8-Methyl-1 -[1 -(2-nitro-4-trifluoromelhyl- 
benzenesulfonyl)-plperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazln-2-one 



1 -[1 -(3-Fluoro-benzenesulfonyl)-plperidin-4-yll- 
8-methyl-1 ,4-dihydro-benzo[d][1 ,31oxazin-2- 
one 



1 -[1 -(2,4-Dichloro-benzenesulf onyl)-p1peridin- 
4-yl]-8-methyl-1 ,4-dihydro-benzo[dl[1 ,3]oxazin- 
2-one 



8-Methyl-1 -[1 -(2.4,6-trimethyl- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



8-Methyl-1 -11 -(2-trifluoromethyl- 
benzenesulfonyl>-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 
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1 -[1 -(4-Fluoro-benzenesulfonyl)-piperidin-4-yll- 
1 ,4-dihydro-benzo[d]I1 ,3]oxa2in-2-one 



1 -[1 ^4-Bromo-benzenesulfonyl)-piperidin-4-yl]- 
1 ,4-dihydro-benzo[d][1 ,3]oxa2in-2-one 



1 -[1 -(3-Nitro-benzenesulfonyl)-piperidin-4-yl]- 
/p 1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



i^1-[4.(4-Bronno-phenoxy)-benzenesulfonyl]- 
plperidin-4-yl}-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
o,./p 2-one 



1 -[1 -(3-Methoxy-benzenesulfonyl)-piperidin-4- 
o^^ ^ y|]-i ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(2-Nitro-benzenesuIf onyl)-piperidin-4-yl]- 
o 1,4-dihydro-benzo[d][1,3]oxazin-2-one 



S-Methyl-1 -[1 -(toluene-4-sulfonyl)-piperidin-4- 
yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 
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1 -(1 -Benzenesulfonyl-piperidln-4-yl)-8-methyl- 
1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 




1 -[1 -(3-Methoxy-benzenesulfonyl)-piperidin-4- 
yl]-8-methyl-1 ,4-dihydro-benzo[dl[1 ,3]oxazin-2- 
one 



1- [1-(2,4-Dimethyl-benzenesulfonyl)-piperidin- 
4-yl]-6-methyl-1 ,4-dihydro-benzo[dl[1 ,3]oxazin- 

2- one 




1 -{1 -[4-(4-Bromo-phenoxy)-benzenesulfonyl]- 
piperidin-4-yl}-6-methyl-1 ,4-dihydro- 
benzo[d][1 .3]oxazin-2-one 




CH, 



6-Methyl-1 -[1 -(thiophene-2-sulfonyl)-piperidin- 
4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(Toluene-3-sulfonyl)-piperidin-4-yl]-1 ,4- 
o^^ ^ dihydro-benzo[d][1,3]oxazin-2-one 



"^^J^ . ^ 2-one 



1 -[1 -(5-Fluoro-2-methyl-benzenesulfonyl)- 
piper]din-4-yl]-1 ,4-dihydro-benzo[d][1 .3]oxazin- 
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5^ 




CH, o^^O 



1 -[1 ^4-lsopropoxy-benzenesulfonyl)-piperidin- 
4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(S-Chloro-benzenesulf onyl)-piperidin-4-yl]- 
1 .4-dihydro-benzo[d]I1 ,3]oxazin-2-one 



1 -[1 -(3,4-Dimethoxy-benzenesuIfonyl)- 
o o piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 .3]oxazin- 

— 2-one 



1-(1-Pentafluorobenzenesulfonyl-piperidin-4- 
yl)-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



8-Methyl-1 -[1 -(toluene-3-sulfonyl)-piperidin-4- 
q^^ yp yl]-1 ,4-dihydro-benzo[d][1 ,31oxazin-2-one 



1 -[1 -(5-Fluoro-2-methyl-benzenesulfonyl)- 
piperidin-4-yl]-8-methyl-1 ,4-dihydro- 



^^<(^ Kc^ benzo[d][1,3]oxazin-2-one 



1 -[1 -(4-lsopropoxy-benzenesulfonyl)-piperidin- 
°vv° un ^ 4-yl]-8-methyM,4-dihydro-benzo[d][1.3]oxazin- 

2-one 
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1 -[1 -{3-ChIoro-benzenesulfonyl)-piperldin-4-yl]' 
8-methyl-1 ,4-dihydro-ben2o[d][1 ,31oxazin-2- 
one 



1 -[1 -(3,4-Dimethoxy-benzenesutfonyl)- 
piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 




8-Methyl-1 -(1 -pentafluorobenzenesulfonyl- 
piperidin-4-yl)"1 ,4-dihydro-ben2o[d][1 .3]oxazin- 
2-one 




6-Methyl-1 -[1 -(toluene-3-sulfonyl)-piperidin-4- 
^<N;^^^CH3 yl]-1 ,4-dihydro-benzo[d][1 .3]oxazin-2-one 



1 -[1 -(5-Fluoro-2-methyl-benzenesulfonyl>- 
piperidin-4-yi]-6-methyl-1 ,4-dihydro- 
benzo[d][1 .3]oxazin-2-one 



H,C-^CH, 




1 -[1 -(4-lsopropoxy-benzenesulfonyl)-piperidin- 
4-yl]-6-methyl-1 ,4-dlhydro-benzo[d][1 ,3]oxazin- 
2-one 



1 -[1 -(3-Chloro-benzenesulfonyl)-piperidin-4-yl]- 
6-methyl-1 ,4-dihydro-benzotd][1 ,3]oxazln-2- 
one 
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1 -[1 -(3.4-Dimethoxy-benzenesulfonyl)- 
piperldin-4-yl]-6-methyl-1 ,4-dihydro- 
benzo[dl[1 ,3]oxazin-2-one 




6-Methyl-1 -(1 -pentafluorobenzenesulfonyl- 
plperidin-4-yl)-1 ,4<lihydro-benzo[d][1 ,3]oxazin- 




2-one 



6-Methyl-1 -[1 -{4-trifluoromethoxy- 
benzenesuifonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 




6-Methyl-1 -[1 -(2-nitro-4-trifIuoromethyl- 
benzenesulfonyI)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazln-2-one 



1 -[1 -{3-Fluoro-benzenesulfonyl)-piperidin-4-yl]- 
6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 



one 




.CH, 



1 -[1 -(2,4-Dichloro-benzenesulfonyl)-piperidin- 
4-yl]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 




6-Methyl-1 -[1 -{2,4,6-trimethyI- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 
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-row? 



CH, 




6-Methyl-1 -[1 -{2-trifIuoromethyl- 
benzenesulfonyl)-piperidin-4-yll-1 ,4-dihydro- 
benzo[d]I1 ,3]oxazin-2-one 



1 -[1 -(3-Methoxy-ben2enesulfonyl)-piperidln-4- 
yl]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 



one 



6-Methyl-1 -[1 -(2-nitro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



1 -[1 -{4-Acetyl-benzenesulfonyl)-piperidln-4-yl]- 
6-methyl-1 ,4-dihydro-benzo[d]t1 ,3]oxa2m-2- 



one 



1 -[1 -(4-Methanesulfonyl-ben2enesulfonyl)- 
piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Methyl-1 -(1 -phenylmethanesulfonyl-piperidin- 
4-yl)-1 ,4-dihydro-ben20[d][1 ,3]oxazin-2-one 



2-[4-(6-Methyl-2-oxo-4H-benzo[d][1.3]oxazin-1- 
yl)-piperidine-1-sulfonyl]-benzoic acid methyl 




ester 
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6-Methyl-1 -[1 -{2-oxo-2H-chromene-6-sulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[cl][1 ,31oxa2in- 
2-one 





6-Chloro-1 -[1 -(4-fluoro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



6-Chloro-1 -[1 -(3.5-dichloro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



1 -{1 -[4-(4-Bromo-phenoxy)-benzenesulfonyl]- 
piperidin-4-yl}-6-chloro-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -(thiophene-2-sutfonyl)-piperid in- 
4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln-2-one 




6-Chloro-1 -[1 -(3-methoxy-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 




lOJX 



6-Chloro-1 -[1 -(2-oxo-2H-chromene-6-sulfonyl)- 
plperldin-4-yl]-1 ,4-dihydro-benzo[d][1 .3]oxazin- 
2-one 
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6-Chloro-1 -[1 -(toluene-3-sulfonyl)-pjperidin-4- 
yll-1 ,4-clihydro-benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -(5-fluoro-2-methyl- 
benzenesulfonyl)-piperidin-4-yl]-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



6-ChIoro-1 -[1 -(4-isopropoxy-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



6-Chloro-1 -[1 -(3-chloro-benzenesulfonyl)- 
piperidin-4-yl].1 ,4-dihydro-benzo[d][1 .3]oxazin- 
2-one 



6-Chloro-1 -[1 -(3.4-dimethoxy- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -(1 -pentafluorobenzenesulfonyl- 
piperidin-4-yl)-1 ,4-dihydro-benzo[d][1 ,3]oxazln- 
2-one 



6-Chloro-1 -[1 -(4-trifluoromethoxy- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 
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0=1 




F > 




CI 






6-Chloro-1 -[1 -{2-nitro4-trifluoromethyl- 
benzenesulfonyl)-piperidin-4-ylH,4-dihydro- 
benzo[d][1 .SJoxazin 



6-Chloro-1 -[1 -(3-fluoro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



6-Chloro-1 -[1 -{2,4-drchloro-benzenesuIfonyl)- 
piperidin-4-yl]-1 .4-dihydro-benzo[d][1 ,31oxazin- 
2-one 



6-Chloro-1 -[1 -(2.4.6-trimethyl- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -(2-trifluoromethyl- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,31oxa2an-2-one 



1 -[1 -(2-Oxo-2H-chromene-6-sulfonyl)-piperidin- 
4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln-2-one 



1-[1-(3,5-Dichloro-benzenesulfonyl>-piperidin- 
4-yl]-1 ,4-dihydro-benzo[d][1 .3]oxazin-2-one 
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a Br 



0^ 



1 -[1 -(2,5-Dlchloro-benzenesulfonyl)-piperidin- 
4-yl]-1 ,4-dihydro-benzo[cll[1 .3]oxazln-2-one 



1 -[1 -(5-Bromo-6-chloro-pyridine-3-sulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln- 
2-one 



1 -[1 -(4-Chloro-benzenesulfonyl)-piperidin-4-yl]- 
1 ,4-dihydro-benzo[d]I1 .3]oxazin-2one 



1 -[1 -(2.6-Dichloro-ben2enesulfonyl)-plperidin- 
4-yl]-1 .4-dihydro-benzoId][1 ,3]oxazin-2-one 



8-Methyl-1 -[1 -(2-oxo-2H-chromene-6-sulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxa2in- 
2-one 



1 -[1 -{3,5-Dichloro-benzenesulfonyl)-piperidin- 
4-yl]-8-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



1 -[1 -<2.5-Dichloro-benzenesulfonyl)-piperidin- 
4-yl]-8-methyl-1 ,4-dihydro-benzo[d][1 ,31oxazin- 
2-one 
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1 -[1 -(5-Bromo-6-chloro-pyridine-3-sulfonyl)- 
piperidin-4-yl]-8-methyl-1 .4-dihydro- 
benzo[d][1 .31oxazin-2-one 



1 -[1 -(4-Chloro-benzenesulf onyl)-piperidin-4-yl} 
8-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 



1 -[1 -(2,6-Dichloro-benzenesulfonyl)-plperldin- 
4-yl]-8-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



1-[1-(Biphenyl-4-sulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -(2,5-dichloro-benzenesulfonyl)- 
plperidln-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln- 
2-one 



1 -[1 -(5-Bronno-6-chloro-pyridine-3-sulfonyl)- 
piperidin-4-yl]-6-chloro-1 ,4-dihydro- 
benzo[d][1 .3]oxazin-2-one 



6-Chloro-1 -[1 -(4-chloro-benzenesutfonyl)- 
piperidin-4-yll-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 
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6-Chloro-1 -[1 -(2,6-d ichloro-benzenesulf onyl)- 
piperidin-4-ylH ,4-dihydro-benzo[d][1 ,31oxazln- 
2-one 




1 -[1 -(Biphenyl-4-sulfonyl)-piperidin-4-yl]-6- 
methyl-1 ,4-dihydro-benzo[dl[1 ,3]oxazin-2-one 




sxxjy 



2-[4-(6-Methyl-2-oxo4H-benzo[d][1 .3]oxazin-1 - 
yl>-piperidine-1-sulfonyl]-benzonitrile 



1 -[1 -(2.5-Dichloro-ben2enesulfonyl)-piperldin- 
ci 4-yl]-6-methyl-1,4-dihydro-ben2o[d][1,3]oxazln- 

CH, 2-one 



1 -[1 -(5-Bromo-6-chloro-pyridine-3-sulfonyl)- 
Q plperidin-4-yI]-6-methyl-1 ,4-dihydro- 

V benzo[d][1 ,3]oxa2in-2-one 




CH, 



1 -[1 -{4-Chloro-benzenesulfonyI)-piperidin-4-yl]- 
6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 



one 



1 -[1 -(2,6-DichIoro-benzenesulfonyl)-piperidin- 
4-yl]-6-methyl-1 ,4-dihydro-ben20td][1 ,3]oxazin- 
2-one 
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1 -[1 -{3,5-Dichloro-benzenesulfonyl)-piperidin- 
o^, ,o 4-yl]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 

2-one 




6-MethyH -[1 -(1 -methyl-1 H-imida2ole-4- 
suffonyl)-piperidin-4-yl]-1,4-dlhydro- 
'^'^ benzo[d][1 ,3]oxazin-2-one 



CuCr 



1 -[1 -(4-Methanesulfonyl-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



-I -[1 -(5-Bromo2,4-difluoro-benzenesulfonyl)- 
plperidin-4-yl]-6-methyl-1 .4-dihydro- 
benzo[d][1 ,3]oxa2in-2-one 



1 -[1 -(1 -Methyl-1 H-imidazole-4-sulfonyl)- 
„p o o piperidin-4-yl]-1,4-dihydro-benzo[dl[1,3]oxazin- 



2-one 




Br 



1 -[1 -(5-Bromo-2.4-difluoro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln- 
2-one 



1 -[1 -<6-Chloro-imidazo[2, 1 -b]thiazole-5- 

no^ sulfonyl)-piperldin-4-yl]-1,4-dihydro- 
N j^s^ benzo[d][1,3]oxazin-2-one 
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1 -[1 -(4-Ethyl-benzenesulfonyl)-piperidin-4-yl]- 
1 ,4-dihydro-benzoId][1 ,3]oxazln-2-one 



1 -[1 -(Benzo[b]thiophene-3-sulfonyl)-piperidin 
4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -{6-Chloro-imidazo[2, 1 -b]th[azole-5- 
sulfonyl)-piperidin-4-yl]-8-methyl-1.4-dihydro- 
benzo[d][1 ,3]oxazirv-2-one 



1 -[1 -(4-Ethyl-benzenesulfonyl)-piperidin-4-yI]-8- 
methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(Benzo[b]thiophene-3-sulfonyl>-piperidin- 
4-yl]-8-methyl-1 ,4-dihydro-benzo[dj[1 ,3]oxazin- 
2-one 



6-Chloro-1 -[1 -(6-chloro-imldazo[2,1-b]thiazole- 
5-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[dl[1 ,3]oxazin-2-one 



6-Chloro-1 -11 -(4-ethyl-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 
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1 -[1 -{Benzotb]thiophene-3-sulfonyl)-piperidin- 
V ^ 4-yl]-6-chloro-1,4-dihydro-benzo[d][1,3]oxa2in- 

2-one 



0 o 



1 -[1 -(6-Chloro-lmidazo[2, 1 -b]thiazole-5- 
sulfonyl)-piperidin-4-yl]-6-methyl-1,4-dihydro- 
benzo[d][1 ,3]oxa2in-2-one 



i -[i -(4-Ethyl-benzenesulfonyt)-piperidin-4-yl]-6- 
melhyl-1 .4-dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -{Benzo[b]th[ophene-3-sulfonyl)-piperidln- 
4-yl]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 




o p 



H,C I I 



V 



1 -[1 -(7-Chloro-benzo[1 .2,5]oxadiazole-4- 
sulfonyl)-piperidin-4-ylI-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 .(2-Methoxy-4-methyl-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 .3]oxazin- 
2-one 



3-{4-[4-(2-Oxo-4H-benzo[d][1 .3]oxazin-1-yl)- 
piperidine-1 -sulfonyll-phenyl}-propionic acid 
methyl ester 



60 



wo 2005/014589 



PCT/EP2004/008507 




H.C ] I 





1 -[1 -(2,4-Dinitro-benzenesulfonyl)-piperidin-4- 
yl]-1 ,4-dihydro-benzo[d][1 .3]oxazin-2-one 



1 -[1 -(7-Chloro-benzo[1 ,2,5]oxadiazole-4- 
sulfonyl)-piperidin-4-yl]-8-methyl-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(2-Methoxy-4-methyl-benzenesulfonyl)- 
piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[d][1 .3]oxazii>2-one 



3-{4.[4-(8-Methyl-2-ox(>-4H- 

benzo[d][1 ,3]oxazin-1 -yl)-piperidine-1 -sulfonyl]- 

phenyl}-propionic acid methyl ester 



1 -[1 -(2,4-Dinitro-benzenesulfonyl)-piperidin-4- 
yl]-8-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 



one 



1-[1 -(7-Ohloro-ben2o[1 ,2,5]oxadiazole-4- 
sulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(2-Methoxy-4-methyl-benzenesulfonyl)- 




plperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 
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o o 




3-{4-[4-(6.Methyl-2-oxo-4H- 

benzo[d][1 .3]oxazin-1 -yl)-piperidine-1 -sulfonyl]- 

phenyl}-propionic acid methyl ester 



1 -[1 -(2,4-Dinitro-benzenesulf onyl)-piperidin-4- 
yll-6-methyl-1 ,4-dihydro-ben2o[d][1 .3]oxazin-2- 



one 



6-Ch!oro-1 -[1 -(7-chloro- 
benzo[1,2,5]oxadiazole-4-sulfonyl)-piperidin-4- 
yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazIn-2-one 



H3C^q o p 



6-Chloro-1 -[1 -{2-methoxy-4-methyl- 
benzenesulfonyl)-piperidin-4-yl]-1,4-dihydro- 
benzo[d][1 ,3]oxa2in-^2-one 



3-{4.[4-(6-Chloro-2-oxo-4H- 

benzo[d][1 ,3]oxazln-1 -yl)-piperidine-1 -sulfonyl]- 

phenyl}-propionic acid methyl ester 



V 



6-Chloro-1 -[1 -(2,4-dlnltro-ben2enesulfonyl)- 
piperidin-4-yll-1 ,4-dlhydro-ben2o[d][1 ,3]oxazln- 
2-one 



6-Chloro-1 -f1 -(1 -methyl-1 H-imidazole-4- 
sulfonyl)-piperldin-4-yll-1 ,4-dihydro- 
benzo[d][1 ,3]oxazln-2-one 
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o o 







1 -[1 -{5.Bromo-2,4-difluoro-benzenesulfonyl)- 
piperidin-4-yi]-6-chloro-1 ,4-dihyclro- 
benzo[dl[1 .3]oxazin-2-one 



8-Methyl-1 -[1 -(1 -methyl-1 H-imidazole-4- 
sulfonyl)-t)iperidin-4-yl]-1 .4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(5-Bromo-2,4-difIuoro-benzenesulfonyl)- 
piperidin-4-yll-8-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(Benzo[b]thiophene-2-sulfonyl)-piperidin- 
4-yl]-8-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



1 -[1 -(Benzo[blthlophene-2-sulfonyl)-piperidin- 
4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazirv2-one 



1 -[1 -(Benzo[b]thlophene-2-sulfonyl)-piperidin- 
4.yl].6-chloro-1 ,4-dihydrO"benzo[d]t1 ,3]oxazln- 
2-one 




1 -[1 -{Benzo[b]thlophene-2-sulfonyl)-plperidin- 
4-yl]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 
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1 -[1 -(2,5-Difluora-benzenesulfonyl)- 
piperldin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -{2,5-Difluoro-benzenesulfonyl)- 
F piperidin-4-yl]-8-methyl-1 ,4-dihydro- 

— ^ ^^s^^ benzo[d][1,3]oxazin-2-one 

6-Chloro-1 -[1 -(2.5-difluoro- 
o benzenesulfonyl)-piperidln-4-yl]-1,4- 
^ ^^''^ dihydro-benzo[d][1,3]oxazin-2-one 



1 -[1 -(2,5-Difiuoro-benzenesulf onyl)- 
piperidin-4-yl]-6-methyH .4-dihydro- 



^^-'^ .CH, benzo[d][1.3]oxazln-2-one 



1 -[1 .(4-Chloro-2,5-difluoro- 
P ,o benzenesulfonyl)-piperidin-4-yl]-1.4- 

dihydro-benzo[d][1,3]oxazin-2-one 



Q 1-[1-(4-Chloro-2.5-difluoro- 
^\ u benzenesulfonyl)-plperidin-4-yl]-8- 



methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



Q 6-Chloro-1-[1-(4-chloro-2.5-difluoro- 
\ ^ Q benzenesulfonyl)-piperidin-4-yl]-1.4- 

dihydro-benzo[d][1 ,3]oxazin-2-one 
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1 .[1 ^4-Chloro-2,5-difIuoro- 




benzenesulfonyl)-piperidin-4-yll-6- 
methyl-1 ,4-dihydro- 
benzo[dl[1 ,3]oxazin-2-one 



1.[1-(2.4,5-Trffluoro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,31oxazln-2-one 



8-Methyl-1 -[1 -(2,4,5-trifluoro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,31oxazin-2-one 



6-Chloro-1 -[1 -(2,4,5-trifluoro- 
benzenesulfonyl)-piperidin-4-yll-1 ,4- 
dihydro-benzo[d][1 ,3]oxazln-2-one 



6-Methyl-1 -[1 -(2,4,5-trifluoro- 
benzenesulfonyl)-piperidin-4-yl]-1,4- 
dihydro-benzo[dj[1 ,3]oxazirv2-one 



1 -[1 -(3,5-Dichloro-2-hydroxy- 
benzenesulfonyl)-piperldin-4-yl]-1 .4- 
dihydro-benzo[dl[1 ,3]oxazin-2-one 



1 -[1 -(2,6-Difluoro-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 
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1 -[1 -(2.6-Difluoro-benzenesulfonyl)- 
F %^<P piperidin-4-yil-8«methyl-1 ,4-dihydro- 



o o 



benzo[d][1 ,3]oxazin-2-one 



P ^0 6-Chloro-1-[1-(2,6-difluoro- 

^'"'^ benzenesulfonyl)-piperidin-4-yl]-1,4- 

dihydro-benzo[d][1 ,3]oxazin-2-one 



1 H[1 -(2,6-Difluoro-benzenesulfonyl)- 
F %kP ^ piperidin-4-yl]-6-methyl-1,4-dihydro- 



^ benzo[d][1 ,3]oxazin-2-one 



1 -t1 -(5-Chloro-2,4-difluoro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(5-Chloro-2,4-difluoro- 
p benzenesulfonyl)-plperidin-4-yl]-8- 



methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -(6-chloro-2,4-dlfIuoro- 
benzenesulfonyl)-piperidln-4-yI]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -{5-Chloro-2.4-difluoro- 
p o^^ benzenesulfonyl)-piperidin-4-yl]-6- 



^"3 methyl-1 ,4-dihydro- 

benzo[d][1 .3]oxazin-2-one 
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CI 0.w,0 



CI 

o o 




Br 



Br 




1 -[1 ^2-Chloro-benzenesulfonyl)- 
piperidin-4-yIH .4-dihydro 
ben2o[d][1 ,3]oxazin-2-one 



1 -[1 -(2-Chloro-benzenesulfonyl>- 
piperidin-4-yl]-8-methyl-1 ,4-dlhydro- 
benzo[d][1 ,3]oxazIn-2-one 



6-Chloro-1 -[1 -(2-chloro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(2-Chloro-benzenesulfonyl)- 
piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -{2-naphthalen-1 -yl- 
ethanesulfonyl)-piperidin-4-yll-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(4-bromo- 
benzenesulfonyl)-piperldin-4-yl]-1 .4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(toluene-4-sulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 
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6-Bromo-1 -[1 -(2,4-dimethyl- 




benzenesutfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(2-naphthalen-1 -yl- 
ethanesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 




6-Bromo-1 -[1 -(quinoline-8-sulfonyl)- 
piperidin-4-yl]-1 ,4-dlhydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(5-chloro3-methyl- 
benzo[b]thiophene-2-sulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



0^0' 




6-Bromo-1 -[1 -(3-nitro- 
benzenesulfonyl)-piperidin-4-yl]-1,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(naphthalene-1 - 
sulfonyl)-piperldin-4-yl]-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 




6-Bromo-1 -[1 -(naphthalene-2- 
sulfonyl)-piperidin-4-yl]-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 
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1 -(1 -Benzenesulfonyl-piperidin-4- 
yl)-6-bromo-1 ,4-dihydro- 
^Br benzo[d][1 ,3]oxazm-2-one 




6-Bromo-1 -{1 -[4-(4-bromo- 
phenoxy)-benzenesulfonyl]- 
piperidin-4-yl}-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(thiophene-2- 
Q sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 

^^/^ ^ benzo[d][1,3]oxazin-2-one 



6-Bromo-1 -[1 -(2-methyl-5-nitro- 
benzenesulfonyl)-piperldin-4-yl]-1 ,4- 
^f^^^' dihydro-benzo[d][1,3]oxazin-2-one 






6-Bromo-1 -[1 -(4-bromo-2,5-difluoro- 
benzenesulfonyl)-piperidin-4-yl]-1,4- 
dihydro-benzo[d][1 .3]oxazin-2-one 



6-Bromo-1 -[1 -(toluene-3-sulfonyl)- 
piperldin-4-yll-1 ,4-dihydro- 
benzoId][1 ,31oxazin-2-one 



6-Bromo-1 -[1 -(5-fluoro-2-methyl- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzoId][1 ,3]oxazin-2-one 
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0^9 






6-Bromo-1 -[1 -{4Hsopropoxy- 
benzenesulfonyl)-piperidin-4-yll-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(3-chloro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[dl[1 ,3]oxazln-2-one 



6-Bromo-1 -[1 -(3.4-dimethoxy- 
benzenesulfonyl)-plperidm-4-yi]-1 ,4- 
dihydro-benzo[d]I1 ,3]oxazin-2-one 



6-Bromo-1-(1- 

pentafluorobenzenesulfonyl- 
plperidin-4-yl)-1 .4-dihydro- 
ben20[d][1 ,3]oxazin-2-one 




6-Bromo-1 -[1 -(4-chloro-2,5- 
dimethyl-benzenesulfonyl)- 
piperidin-4-yll-1 .4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(3-methoxy- 




benzenesulfonyl)-piperidin-4-yl]-1,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(4HSopropyl- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[dl[1 ,3]oxazin-2-one 
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^ ^^^^ 



6-Bromo-1 -[1 -(4-fluoro- 
benzenesulfonyl)-piperidin-4-yl]-1,4- 
dihydro-benzo[d][1 ,31oxazin-2-one 



6-Bromo-1 -[1 -(3-chloro-4-fluoro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1-{1- 

pentamethylbenzenesulfonyl- 
piperldin-4-yl)-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(2-nitro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(4-chloro-3-nitro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1,3]oxazin-2-one 



H3C^N 





6-Bromo-1 -[1 -(5-dinnethylamino- 
naphthalene-1-sulfonyl)-piperidin-4- 
yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



6-Bromo-1 -[1 -(4-nitro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 
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1 -[1 -(4-Acetyl-benzenesulfonyl)- 
piperidin-4-yll-6-bromo-1 ,4-dihydro- 
benzo[dl[1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(4-methanesulfonyl- 
benzenesulfonyl)-piperidin-4-yl]-1,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(Biphenyl-4-sulfonyl)-piperidin- 
4-yl]-6-bromo-1 .4-dihydro- 
benzo[d][1 ,3]oxazln-2-one 



6-Bromo-1-(1- 

phenylmethanesulfonyl-piperidin-4- 
yl)-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 



6-Bromo-1 -[1 -(2,5-dimethoxy- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 




6-Bromo-1 -{1 -[2-(2,2,2-trifluoro- 
acetyl)-1 ,2,3,4-tetrahydro- 
isoquinoline-7-sulfonyl]-piperidin-4- 
yl}-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 




6-Bromo-1 -[1 -(2,3-dichloro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazln-2-one 
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6-Bromo-1 -[1 -{2,4.6-trichloro- 
benzenesulfonyl)-pipericlin-4-yI]-1 ,4- 
dihydro-benzo[d][1 ,31oxazin-2-one 



" V^V^9 6-Bromo-1 -[1 -(5-bromo-2-methoxy- 

\^[X ben2enesulfonyl)-piperidin-4-yl]-1 ,4- 

^ ^ dlhydro-benzo[d][1,3loxazin-2-one 




6-Bromo-1 -[1 -(4-trifluoromethoxy- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 




6-Bromo-1 -[1 -(2-nitro-4- 
trifluoromethyl-benzenesulfonyl)- 
plperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-on6 




6-Bromo-1 -[1 -(3-fluoro- 
benzenesulfonyl)"piperidin-4-yl]-1 .4- 
dlhydro-benzo[d][1 ,3]oxazin-2-one 



^Nr'^^P 6-Bromo-1 -[1 -(2,4-dichloro- 

benzenesulfonyl)-piperidin"4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



TO 
6 



cr 




6-Bromo-1 -[1 -(2,4,6-trimethyl- 
benzenesulfonyl)-piperidin-4-yl]-1,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



73 



wo 2005/014589 



PCT/EP2004/008507 






6-Bronno-1 -[1 -(2-trifluoromethyl- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzotdl[1 .31oxazin-2-one 



6-Bromo-1 -[1 -(2-bromo- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(4-methoxy-2.3,6- 
trimethyl-benzenesulfonyl)- 
piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 .3]oxazin-2-one 




1 -[1 -(3,5-Dichloro-4-hydroxy- 
benzenesulfonyl)-piperidin-4-yl]-1,4- 
dihydro-benzo[d][1 ,31oxazin-2-one 






1 -[1 -(3,5-Dtehloro-4-hydroxy- 
benzenesulfonyI)-pip8ridin-4-yl]-8- 
methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Chloro-1 -[1 -(3.5-dichloro-4- 
hydroxy-benzenesulfonyl)-piperidin- 
4-yl]-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



1 -[1 -(3,6-Dichloro-4-hydroxy- 
benzenesulfonyl)-piperidin-4-yI]-6- 
methyl-1 ,4-dihydro- 
benzo[d][1 .3]oxazin-2-one 
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6-Bromo-1 -[1 -(3,5-cllchloro-4- 
hydroxy-benzenesulfonyl)-piperidin- 
4-yl]-1,4-dihyclro- 
benzo[d]I1 ,3]oxazin-2-one 




6-Chloro-1 -[1 -(3.5-dichloro-2- 
hydroxy-benzenesulfonyl)-piperidin- 
4-yl]-1 .4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -(3.5-dichloro-2- 
hydroxy-benzenesulfony!)-piperidin- 
4-yl]-1,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 




2-[4-(6-Bromo-2-oxo-4H- 
benzo[d][1 ,3]oxazln-1 -yl)-piperidine- 
1 -sulfonyi]-benzonitrile 



e-Bromo-1 -[1 -(4-methoxy- 

benzenesulfonyl)-piperidin-4-yl]-1,4- 

dihydro-benzo[d][1,3]oxazin-2-one 



Bp 



^f^f^? 2-[4-(6-Bromo-2-oxo-4H- 
^^>i!^N^o benzo[d][1 ,3]oxazin-1 -yl)-piperidine- 

1-sulfonyi]-benzoic acid methyl 
ester 




6-Bromo-1 -[1 -(2-oxo-2H-chromene- 
6-sulfonyl)-piperidin-4-yI]-1 .4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 
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6-Bronno-1 -[1 -{3.5-dichloro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 






6-Bromo-1 -[1 -(2,6<lich!oro- 
benzenesulfonyi)-piperidin-4-yll-1 ,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 -{5-bromo-6-chloro 
pyridine-3-sulfonyl)-piperidin-4-yl]- 
1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 



6-Bromo-1 -[1 -(4-chloro- 
benzenesulfonyl)-piperidin-4-yl]-1 ,4- 
dlhydro-benzo[d]I1 ,3]oxazin-2-one 





6-Broino-1 -[1 -(2,6-dichloro- 
ben2enesulfonyl)-piperidin-4-yl]-1,4- 
dihydro-benzo[d][1 ,3]oxazin-2-one 



6-Bromo-1 -[1 ^i^ -methyl-1 H- 
imidazole-4-sulfonyl)-piperidin-4-yl]- 
1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 



6-Bromo-1 -[1 -(5-bromo-2,4-difluoro- 
benzenesulfonyl)-piperidin-4-yl+- 
1 ,4-dihydro-benzo[d][1 .3]oxacin-2- 



one 
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More particulariy preferred are compounds of general fonnula (I) selected from the 
group consisting of 

1 -[1 -(5-Chloro-3-methyl-benzo[b]thiophenyl-2-sulfonyl)-piperidine-4-yl]-^ .4-dihydro- 
benzo[d][1 ,3]oxazin-2-one, 

1 -[1 -(5-Dimethylamino-naphthyl-1 -sulfonyl)-piperidine-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one, 

1 -[1 -(5-Dlmethylamino-naphthyl-1 -sulfonyl)-piperidlne-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one, 

and corresponding salts thereof, and corresponding solvates. 

In a further aspect the present invention also provides a process for the preparation 
of benzoxazinone-derived sulphonamide compounds of general formula (I), wherein 
R^-R® and W have the meaning given above, comprising reacting at least one 
piperidine compound of general formula (II) and/or a corresponding salt thereof, 
preferably a hydrochloride salt, 




H 



(II) 
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wherein to have the meaning given above, with at least one compound of 
general formula (III), 

O 

ll/CI 



(III) 

wherein W has the meaning given alDove, in a suitable reaction medium, optionally in 
the presence of at least one base and/or at least one auxiliary agent, to yield a 
compound of general formula (I). 

Suitable reaction media include e.g. organic solvents, such as ethers, preferably 
diethyl ether, dioxane, tetrahydrofurane, dimethyl glycol ether, or alcohols, e.g. 
methanol, ethanoi, propanol, isopropanol, butanol, isobutanol, tert-butanoi, or 
hydrocarbons, preferably benzene, toluene, xylene, hexane, cyclohexane, petroleum 
ether, or halogenated hydrocarbons, e.g. dichloromethane, trichloromethane, 
tetrachioromethane, dichloroethylene, trichioroethylene, chlorobenzene or/and other 
solvents, preferably ethyl acetate, triethylamine, pyridine, dimethylsulfoxide, 
diemthylformamide, hexamethylphosphoramide, acetonitril, acetone or nitromethane, 
are included. I\4ixtures based one or more of the afore mentioned solvents may also 
be used. 

Bases that may be used in the processes according to the present invention are 
generally organic or inorganic bases, preferably alkali metal hydroxides, e.g. sodium 
hydroxyde or potassium hydroxyde, or obtained from other metals such as barium 
hydroxyde or different carbonates, preferably potassium carbonate, sodium 
carbonate, calcium carbonate, or alkoxides, e.g. sodium methoxide, potassium 
methoxide, sodium ethoxide, potassium methoxide, potassium ethoxide or potassium 
tert-butoxide, or organic amines, preferably triethylamine, diisopropyethylamine or 
heterocycles, e.g. 1 ,4-diazablcyclo[2.2.2] octane, 1 ,8-diazabicyclo[5.4.0]undec-7-ene 
pyridine, diamine pyridine, dimethylaminopyridine, methylpiperidine or morpholine. 
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Alkali metals such as sodium or ist hydrides, e.g. sodium hydride, may also be used. 
Mixtures based one or more of the afore mentioned bases may also be used. 

During the synthetic reactions described above or while preparing the compounds of 
general formulas (II) or (III) the protection of sensitive groups or of reagents may be 
necessary and/or desirable. This can be performed by using conventional protective 
groups like those described in the literature [Protective groups in Organic Chemistry, 
ed. J. F.W. McOmie, Plenum Press, 1973; T.W. Greene & P.G.M.Wuts, Protective 
Groups in Organic Chemistry, John Wiley & sons, 1991. Said literature description is 
hereby incorporated by reference as part of the disclosure. The protective groups 
may also be eliminated as convenient by mearis well-known to those skilled in the 
art. 

The compounds of general fonnulas (II) and (III) are either commercially available or 
can be produced according to methods known to those skilled in the art. The reaction 
of compounds of general fomnulas (II) and (III) to yield benzoxazinone-derived 
sulphonamide compounds of general fomfiula (i) may also be facilitated by 
conventional methods known to those skilled in the art. 

The substituted benzoxazinone compounds of general fomnula (II), wherein 
represents H, are preferably synthesized from substituted anthranilic acid or a 
corresponding ester via the con^spondlng substituted benzylalcohol (see scheme 1, 
method A). By reductive amination with 1-Boc-(tert.-Butylcarbonyloxy)-4-piperidone 
the Boc-piperidin-moiety is introduced into the substituted benzylalcohol. The 
benzoxazinone-ring Is formed by cyclisation with triphosgene. The elimination of the 
Boc-protecting group is carried out by treatment in acidic media according to the 
method described in Williams et al.. J. Med. Chem. 1995 38, 4634 and later by Bell et 
al., J. Med. Chem., 1998, 41 , 2146 which are hereby incorporated by reference and 
form part of the disclosure. By reacting such a substituted benzoxazinone compound 
of general fomnula (II) with a substituted sulfuryl chloride of general fonnula (ill) 
compounds of general formula (I) are obtained. 

By reduction of the corresponding ketones via conventional methods known to those 
skilled in the art, e.g. by reduction with sodium borohydride (see scheme 1 , method 
B. R5=Z) benzoxazinone derived sulphonamide compounds of general fonnula (i). 
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wherein represents an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical or a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing cycloaliphatic radical (denoted by Z in method B) can be 
obtained. 

The respective reagents used in said process for the preparation of benzoxazinone 
derived sulphonamide compounds of general formula (I) are either commercially 
available or can be obtained by methods well known to those skilled in the art. 

Scheme 1: 




In a further aspect the present invention also provides a process for the preparation 
of salts of benzoxazinone-derived sulphonamide compounds of general formula (I), 
wherein at least one compound of general formula (I) having at least one basic group 
is reacted with at least one inorganic and/or organic acid, preferably in the presence 
of a suitable reaction medium. Suitable reaction media are, for example, the ones 
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given above. Suitable inorganic acids include hydrochloric acid, hydrobromic acid, 
phosphoric acid, sulfuric acid, nitric acid, suitable organic acids are e.g. citric acid, 
maleic acid, fumaric acid, tartaric acid, or derivatives thereof, p-toluenesulfonic acid, 
methanesulfonic acid or camphersulfonic acid. 

In yet a further aspect the present invention also provides a process for the 
preparation of salts of benzoxazinone-derived sulphonamide compounds of general 
formula (I), wherein at least one compound of general fonmula (I) having at least one 
acidic group is reacted with one or more suitable bases, preferably in thapresence of 
a suitable reaction medium. Suitable bases are e.g. hydroxides, carbonates or 
alkoxides, which include suitable cations, derived e.g. from alkaline metals, alkaline 
earth metals or organic cations, e.g. [NHnR4-n]*, wherein n is 0, 1 , 2, 3 or 4 and R 
represents a branched or unbranched Ci.4-alkyl-radical. Suitable reaction media are, 
for example, the ones given above. 

Solvates, preferably hydrates, of the Benzoxazinone-derived sulphonamide 
compounds of general formula (I) or of the salts thereof may also be obtained by 
standard procedures known to those skilled in the art. 

If the Benzoxazinone-derived compounds of general formula (I) are obtained in form 
of a mixture of stereoisomers, particulariy enantipmers or diastereomers, said 
mixtures may be separated by standard procedures known to those skilled In the art, 
e.g. chromatographic methods or crystallization with chiral reagents. 

The purification and isolation of the Benzoxazinone-derived sulphonamide 
compounds of general formula (I) or a corresponding stereoisomer, or salt, or solvate 
respectively, if required, may be carried out by conventional methods known to those 
skilled in the art, e.g. chromatographic methods or recrystallization. 

The Benzoxazinone-derived sulphonamide compounds of general formula (1), their 
stereoisomers, the corresponding salts and the corresponding solvates are 
toxicologically acceptable and are therefore suitable as pharmaceutical active 
substances for the preparation of medicaments. 
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The present invention therefore also provides for a medicament comprising at least 
one benzoxazinone-derived sulphonamide compound of general formula (I), 
optionally In form of one of its stereoisomers, preferably enantiomers or 
diastereomers, its racemate or in form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, In any mixing ratio, or a 
physiologically acceptable salt thereof, or a corresponding solvate, and optionally 
one or more phamiaceutically acceptable adjuvants. 

Furthermore, the present invention also provides for a pharmaceutical composition 
comprising at least one benzoxazinone-derived sulphonamide compound of general 
formula (I), optionally in form of one of its stereoisomers, preferably enantiomers or 
diastereomers, its racemate or in form of a mixture of at least two of its stereoisomers 
in any mixing ratio, or a physiologically acceptable salt thereof, or a corresponding 
solvate and optionally one or more pharmaceutically acceptable adjuvants, which is 
not yet formulated into a medicament. 

Preferably the medicament is suitable for S-HTe-receptor regulation, for cognitive 
enhancement, for the prophylaxis and/ortreatment of food ingestion (food Intake) 
disorders, particularly for the regulation of appetite, for the maintenance, increase or 
reduction of body weight, for the prophylaxis and/or treatment of obesity, bulimia, 
anorexia, cachexia or type II diabetes (Non-lnsulln Dependent Diabetes Mellltus), 
preferably type II diabetes, which Is caused by obesity, disorders of the central 
nervous system, disorders of the gastrointestinal tract, such as initable Intestine 
syndrom, anxiety, panic, depression, cognitive memory disorders, senile dementia 
disorders, such as Morbus Alzheimer, Morbus Parkinson and Morbus Huntington, 
schizophrenia, psychosis, infantile hyperkinesia, ADHC (attention deficit, 
hyperactivity disorders) and other S-HTe mediated disorders particulariy In mammals, 
including humans. 

A further aspect of the present invention is the use of at least one benzoxazinone- 
derived compound of general formula (I) for the manufacture of a medicament for 5- 
HTe-receptor regulation, for cognitive enhancement, for the prophylaxis and/or 
treatment of food ingestion (food intake) disorders, particulariy for the regulation of 
appetite, for the maintenance, increase or reduction of body weight, for the 
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prophylaxis and/or treatment of obesity, bulimia, anorexia, cachexia or type II 
diabetes (Non-Insulin Dependent Diabetes Mellitus), preferably type II diabetes, 
which is caused by obesity, disorders of the central nervous system, disorders of the 
gastrointestinal tract, such as Irritable intestine syndrom, anxiety, panic, depression, 
cognitive memory disorders, senile dementia disorders, such as Morbus Alzheimer, 
Morbus Parkinson and Morbus Huntington, schizophrenia, psychosis, Infantile 
hyperkinesia, ADHC (attention deficit, hyperactivity disorders) and other S-HTe 
mediated disorders particularly in mammals, including humans. 

In yet a further aspect, the present Invention also provides for the use of at least one 
benzoxazinone-derived sulphonamide compound of general formula (la) 



la nSa 




SO2 

(la) 

wherein 

R'*®, R^, R^, are each independently selected from the group consisting of 
hydrogen, halogen, an unbranched or branched, saturated or unsaturated, optionally 
at least mono-substituted aliphatic radical, a saturated or unsaturated, optionally at 
least mono-substituted, optionally at least one heteroatom as ring member containing 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
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mono-substituted mono- or polycyclic ring-system, an optionally at least mono- 
substituted aryl- or heteroaryl radical, which may be bonded via an optionally at least 
mono-substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ringsystem, a nitro group, a cyano group, - 
OR^°^ -OC(=0)R^^^ -C(=0)-OR^^^, -SR^^, -SOR^^, -SOaR^^^, -NH-S02R^^^ - 
SO2NH2 and a -NR^^^R^^ moiety, 

R^ represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical or a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing cycloaliphatic radical, 

psa f^7a p9a each Independently selected from the group consisting of 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing 
cycloaliphatic radical, a cyano group and a -COOR'*^^ moiety, 

represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, an optionally at least mono- 
substituted aryl- or heteroaryl radical, which may be bonded via an optionally at least 
mono-substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, a NR^^R^^^-moiety or a -COR''^- 
moiety, 

R''^ represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing cycloaliphatic radical, which may be bonded via an optionally at 
least mono-substituted alkylene group and/or may be condensed with an optionally at 
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least mono-substituted mono- or polycyclic ring-system, or an optionally at least 
mono-substituted aryl- or heteroaryl radical, which may be bonded via an optionally 
at least mono-substituted alkylene group and/or may be condensed with an optionally 
at least mono-substituted mono- or polycyclic ring-system, 

R^^^ represents hydrogen, an uribranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing cycloaliphatic radical, which may be bonded via an optionally at 
least mono-substituted alkylene group and/or may be condensed with an optionally at 
least mono-substituted mono- or polycyclic ring-system, or an optionally at least 
mono-substituted aryl- or heteroaryl radical, which may be bonded via an optionally 
at least mono-substituted alkylene group and/or may be condensed with an optionally 
at least mono-substituted mono- or polycyclic ring-system, 

R^^^ represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, or an optionally at least mono- 
substituted aryl- or heteroaryl radical, which may be bonded via an optionally at least 
mono-substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, 

R^^^ and R'"^^ each are independently selected from the group consisting of 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, or an optionally at least mono- 
substituted aryl- or heteroaryl radical, which may be bonded via an optionally at least 
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mono-substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system. 



or R^"^ and R^^ together with the bridging nitrogen atom fomn a saturated, 
. unsaturated or aromatic heterocyclic ring, which may be at least mono-substituted 
and/or contain at least one further heteroatom as a ring member, 

R^^ represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing cycloaliphatic radical or an optionally at least mono-substituted 
aryl- or heteroaryl radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system. 

R^^^ represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, 

R^^® represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, 

R!*^ represents an optionally at least mono-substituted aryl radical, 

optionally in form of one of its stereoisomers, preferably enantiomers or 
diastereomers, its racemate or in form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or a 
physiologically acceptable salt thereof, or a solvate, respectively, 

for the manufacture of a medicament for S-HTe-receptor regulation, for cognitive 
enhancement, for the prophylaxis and/or treatment of food ingestion (food intake) 
disorders, particulariy for the regulation of appetite, for the maintenance, increase or 
reduction of body weight, for the prophylaxis and/or treatment of obesity, bulimia, 
anorexia, cachexia or type II diabetes (Non-Insulin Dependent Diabetes Mellitus), 
preferably type II diabetes, which is caused by obesity, disorders of the 
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gastrointestinal tract, such as Initable Intestine syndrom, anxiety, panic, depression, 
cognitive nnemory disorders, senile dementia disorders, such as Morbus Alzheimer. 
Morbus Parkinson and Morbus Huntington, schizophrenia, psychosis. Infantile 
hyperkinesia, ADHC (attention deficit, hyperactivity disorders) and other S-HTe 
mediated disorders particularly in mammals, preferably humans. 

If one or more of the residues R^^-R^^^ and represents an aliphatic radical, which 
is substituted by one or more substituents, unless defined otherwise, each of these 
substltuents- may preferably be selected from the group consisting of hydroxy, 
halogen, branched or unbranched Ci^-alkoxy, branched or unbranched 
Ci^-perfluoroalkoxy, branched or unbranched Ci-4-perfluoroalkyl, amino, carboxy, 
amido, cyano, nitro, -SO2NH2, -CO-Ci-4-alkyl, -SO-Ci^-alkyl, -S02-Ci-4-alkyI, 
-NH-S02-Ci-4-alkyl , wherein the Ci^-alkyl may In each case be branched or 
unbranched, an unsubstituted or at least mono-substituted phenyl or naphthyl radical 
and an unsubstituted or at least mono-substituted furanyl-, thienyl-, pyrrolyl-, 
imidazolyl-, pyrazolyl-, pyridinyl-, pyrimidinyl-, quinolinyl- and Isoquinolinyl radical, 
more preferably be selected from the group consisting of hydroxy, F, CI, Br, methoxy, 
ethoxy, CF3 and an unsubstituted phenyl radical. If any one of the above mentioned 
substltutents Itself Is at least mono-substituted, said substituents may preferably be 
selected from the group consisting of F. CI, metiiyl and methoxy. 

If one or more of the residues R^^-R^^^ represents or comprises a cycloallphatic 
radical, which Is substituted by one or more substituents, unless defined otherwise, 
each of these substituents may preferably be selected from the group consisting of 
hydroxy, halogen, branched or unbranched Ci^-alkyl, branched or unbranched Ci^- 
alkoxy, branched or unbranched Ci-4-perfluoroalkoxy, phenoxy, benzoyl, cyclohexyl, 
branched or unbranched Ci.4-perfluoroalkyl, -NR'^R^ wherein R'^, R^ are each 
independently selected from the group consisting of H, a branched or unbranched Ci. 
4-alkyl-radlcal, -CH2-CH2-OH and phenyl, carboxy, keto, amido. cyano, nitro, - 
SO2NH2, -CO-Ci-t-alkyl. -CO-OCi^-alkyl, -SO-Ciw»-alkyl. -S02-Ci^-alkyl. -NH-SO2-C1. 
4-alkyl, wherein Ci^-alkyl may In each case be branched or unbranched. 
unsubstituted or at least mono-substituted phenyl or naphthyl and unsubstituted or at 
least mono-substituted furanyl-. thienyl-, pyniolyl-. imidazolyl-, pyrazolyl-. pyridinyl-, 
pyrimidinyl-, quinolinyl- and isoquinolinyl radical, more preferably be selected from 
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the group consisting of hydroxy. F, CI, Br, methyl, ethyl, methoxy. ethoxy. keto. 
benzoyl, phenoxy, cyclohexyi. -CF3, -CO-CH3. -CO-OCH3. -NR'^R^ wherein R^ 
are each independently selected from the group consisting of H, a branched or 
unbranched Ci^-alkyl-radical. -CH2-CH2-OH and phenyl, and an unsubstituted phenyl 
radical. If any one of the above mentioned substitutents itself Is at least mono- 
substituted, said substituents may preferably be selected from the group consisting of 
F, CI, methyl and methoxy. 

If one or more of the residues R^^-R^ and R^^'-R^^ and comprises an alkylene 
group, which is substituted by one or more substituents, unless defined othen/vise, 
each of these substituents may preferably be selected from the group consisting of 
hydroxy, halogen, branched or unbranched Ci-4-alkoxy, branched or unbranched Ci- 
4-alkyl, branched or unbranched Ci-4-perfluoroalkoxy, branched or unbranched C1-4- 
perfluoroalkyl, amino, carboxy, amido, cyano, nitro, -SO2NH2. -CO-Ci-4-alkyl, -SO-C1. 
4-aikyl, -S02-Ci^-alkyl, -NH-S02-Ci^-alkyl, wherein Ci^-alkyl may be branched or 
unbranched, an unsubstituted or at least mono-substituted phenyl or naphthyl radical 
and an unsubstituted or at least mono-substituted furanyl-, thienyl-, pyrrolyl-, 
imidazolyl-, pyrazolyl-, pyridlnyl-, pyrimldinyl-, quinolinyl- and isoquinolinyl radical, 
more preferably be selected from the group consisting of hydroxy, F, CI, Br, methyl, 
methoxy, ethoxy, CF3 and unsubstituted phenyl. If any one of the above mentioned 
substitutents itself is at least mono-substituted, said substituents may preferably be 
selected from the group consisting of F, Ci, methyl and methoxy. 

If one or more of the residues R^®-R^ and r^°^-R^^^ comprises a mono- or polycyclic 
ringsystem, which is substituted by one or more substituents, unless defined 
otherwise, each of these substituents may preferably be selected from the group 
consisting of hydroxy, halogen, branched or unbranched Ci^-alkyl, branched or 
unbranched Ci^-alkoxy, branched or unbranched Ci-4-perfluoroalkoxy, branched or 
unbranched Ci^-perfluorocarbonyl. branched or unbranched Ci^-perfluoroalkyl, 
amino, carboxy, amido, cyano, keto, nitro, -SO2NH2, -CO-Ci^-alkyl, -SO-Ci^-alkyl, - 
S02-Ci^-alkyl, -NH-S02-Ci^-alkyl, wherein Ciwi-alkyI may be branched or 
unbranched, an unsubstituted or at least mono-substituted phenyl or naphthyl radical 
and unsubstituted or at least mono-substituted furanyl-, thienyl-, pynnolyl-, imidazolyl-. 
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pyrazolyl-. pyridlnyl-, pyrimidinyl-, quinolinyl- and isoquinolinyl, more preferably from 
the group consisting of liydroxy, F. CI. Br. methyl, ethyl, methoxy. ethoxy. CF3. 
-<C=0)-CF3. keto, cyano and an unsubstituted phenyl radical. If any one of the above 
mentioned substitutents itself is at least mono-substituted, said substituents may 
preferably be selected from the group consisting of F, CI. methyl and methoxy. 

If one or more of the residues R^^-R"**. R^°=-R^5a g^^j pi8a represents or comprises an 
aryl radical, which is substituted by one or more substituents, unless defined 
othenA^ise, each of these substituents may preferably be selected from the group 
consisting of hydroxy, halogen, branched or unbranched Ci-4-alkoxy. branched or 
unbranched Ci.4-alkyl, branched or unbranched Ci^-perfluoroaikoxy, unsubstituted or 
at least mono-substituted phenoxy. unsubstituted or at least mono-substituted 
benzoyl, cyclohexyl. branched or unbranched Ci^-perfluoroalkyl. NR'^R^ wherein R^ 
R^ are each independently selected from the group consisting of H. a branched or 
unbranched Ci^-alkyl-radical, -CH2-CH2-OH and phenyl, carboxy, amido, cyano, 
-CH(OH)(phenyl), nitro. -SO2NH2. -CO-Ci^-alkyl, -CO-OCi^-alkyl, -SO-Ci^-alkyl, - 
S02-Ci-4-alk^, -NH-S02-Ci^-alkyl, wherein Ci^-alkyl may be branched or 
unbranched, an unsubstituted or at least mono-substituted phenyl or naphthyl radical 
and unsubstituted or at least mono-substituted furanyi-, thienyl-, pyrrolyl-, imidazolyl-, 
pyrazolyl-, pyridlnyl-, pyrimidinyl-, quinolinyl- and isoquinolinyl radical, more 
preferably be selected from the group consisting of hydroxy. F, CI, Br, methyl, ethyl, 
cyano, nitro, -CH(OH)(phenyl). methoxy, ethoxy, unsubstituted or at least mono- 
substituted benzoyl, unsubstituted or at least mono-substituted phenoxy. cyclohexyl. 
CF3, OCF3.-CO-CH3. -CO-OCH3, SO2-CH3. -NR^R^ wherein R^ R^ are each 
independently selected from the group consisting of H. a branched or unbranched Ci. 
4-alkyl-radical, -CH2-CH2-OH and phenyl, and an unsubstituted phenyl radical. If any 
of the above mentioned substitutents itself is at least mono-substituted, said 
substituents may preferably be selected from the group consisting of F, CI, Br, CF3, 
OCF3, methyl and methoxy. 

If one or more of the residues R^^-R^ and R^'^-R^'sa represents or comprises a 
heteroaryl radical, which is substituted by one or more substituents, unless defined 
otherwise, each of these substituents may preferably be selected from the group 
consisting of hydroxy, halogen, branched or unbranched Ci^-alkoxy. branched or 
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unbranched Ci-4-alkyl, branched or unbranched Ci^-perfluoroalkoxy, unsubstituted or 
at least mono-substituted phenoxy, unsubstituted or at least mono-substituted 
benzoyl, cyclohexyl, branched or unbranched Ci^-perfluoroalkyl, NR'^R^ wherein R^ 

are each independently selected from the group consisting of H, a branched or 
unbranched Ci^-alkyl-radlcal, -CH2-CH2-OH and phenyl, carboxy, amido, cyano, 
-CH(OH)(phenyl). nitro. -SO2NH2. -CO-Ci^-alkyI. -CO-OCi-»-alkyl. -SO-Ci^-alkyl, - 
S02-Ci^-alkyl, -NH-SOa-Ci^-alkyl, wherein Ci^-alkyl may be branched or 
unbranched. an unsubstituted or at least mono-substituted phenyl or naphthyl radical 
and unsubstituted or at least mono-substituted furanyl-. thienyl-, pyrrolyl-, imidazolyl-, 
pyrazolyl-, pyridinyl-, pyrimldinyl-, quinolinyl- and isoquinolinyl radical, more 
preferably be selected from the group consisting of hydroxy, F, CI, Br, methyl, ethyl, 
cyano. nitro, -CH(OH)(phenyl), methoxy, ethoxy, unsubstituted or at least mono- 
substituted benzoyl, unsubstituted or at least mono-substituted phenoxy, cyclohexyl, 
CF3, OCF3,-CO-CH3. -CO-OCH3. SO2-CH3. -NR'^R^ wherein R^. R^ are each 
Independently selected from the group consisting of H, a branched or unbranched Ci. 
4-alkyl-radical, -CH2-CH2-OH and phenyl, and an unsubstituted phenyl radical. If any 
of the above mentioned substitutents itself is at least mono-substituted, said 
substituents may preferably be selected from the group consisting of F, CI, Br, CF3, 
OCF3, methyl and methoxy. 

if R"^ and R^^ fomn a hetefocycllc ring, which is substituted by one or more 
substituents, unless defined otheoA^se, each of these substituents may preferably be 
selected from the group consisting of hydroxy, halogen, branched or unbranched 
Ci.4-alkoxy. branched or unbranched Ci^-alkyl, branched or unbranched Ci^- 
perfluoroalkoxy, branched or unbranched Ci^-perfluoroalky], amino, carboxy, amido. 
cyano, nitro. -SO2NH2. -CO-Ci^-alkyl, -SO-Ci.4-alkyl, -S02-Ci^-alkyl, 
-NH-S02-Ci^-alkyl, wherein Ci-»-alkyl may be branched or unbranched, an 
unsubstituted or at least mono-substituted phenyl or naphthyl radical and an 
unsubstituted or at least mono-substituted furanyl-, thienyl-, pynolyl-, imidazolyl-, 
pyrazolyl-, pyridinyl-, pyrimldinyl-, quinolinyl- and Isoquinolinyl radical, more 
preferably be selected from the group consisting of hydroxy, F, CI, Br, methoxy, 
ethoxy. methyl, CF3 and an unsubstituted phenyl radical, if any of the above 
mentioned substitutents itself is at least mono-substituted, said substituents may 
preferably be selected from the group consisting of F. CI. methyl and methoxy. 
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If R and R^^^ form a heterocyclic ring, which contains one or more further 
heteroatoms as ring members, unless defined othenA^se, each of these heteroatoms 
may preferably be selected from the group consisting of N, O and S, more preferably 
from the group consisting of N and O. 

If one or more of the residues R^^-R^®= and represents or comprises a 
cycloaliphatic radical, which contains one or more heteroatoms as ring members, 
unless defined othenA/ise, each of these heteroatoms may preferably be selected 
from the group consisting of N, O, S and P, more preferably from the group 
consisting of N, O and S. 

If one or more of the residues R^^-R'*^, R^^^-R^^^ and represents or comprises an 
heteroaryl radical, which contains one or more heteroatoms as ring members, unless 
defined otherwise, each of these heteroatoms may preferably be selected from the 
group consisting of N, O, S and P, more preferably from the group consisting of N, O 
and S. 

If W° represents or comprises a cycloaliphatic radical, a heteroaryl radical, an aryl 
radical and/or a mono- or polycyclic ring system, which Is substituted by one or mor© 
substltuents, unless defined othenn^ise, each of these substituents may preferably be 
selected from the group consisting of hydroxy, nitro, carboxy, cyano, l<eto, halogen, 
Ci.2o-all<yl, partially fluorinated alkyi, partially chlorinated all<yl, partially 
brominated alkyi, Ci-5-alkoxy, partially fluorinated C1.4 alkoxy, partially 
chlorinated alkoxy, partially brominated Ci^ alkoxy, Ca^-alkenyl, SOa-Ci^-alkyl, - 
(C=0)-Ci.5-alkyl, -(C=0)-0-Ci.5-alkyl, -(C=0)-Cl, -S-Ci^-alkyl-, -(C=0)-H, -NH- 
(C=0)-NH-Ci.5-alkyl, -(C=0)-Ciwt-perfluoroalkyl, -NR'^R^. wherein R'^ and R^ are 
independently selected from the group consisting of H, Ci^-alkyl and phenyl, NH- 
(C=0)-Ci.5-alkyl, -Ci.5-alkylen-(C=0)-Ci.5-alkyl. (1 ,3-Dlhydro-1-oxo-2H-lsoindol-2-yl), 
N-Phthalimidinyl-, (1.3-Dioxo-2-azaspiro[4.4]-non-2-yl, substituted or unsubstituted 
phenyl, -SOa-phenyl, phenoxy, pyridlnyl, pyridinyloxy, pyrazolyl, pyrimldinyl. 
pyrrolidlnyl-, -SOa-pyrrolidlnyl. morpholinyl. SOz-morpholinyi-, thiadiazolyl, 
oxadlazolyl, oxazolyl, thiazolyl. isoxazolyl, 0-CH2-thiazolyl,-, NH-phenyl, and -C^^- 
Alkylen-NH-(C=0)-phenyl, more preferably from the group consisting of hydroxy. 
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nitro. carboxy. cyano, ketO. F. CI. Br, I, Ci-12-alkyl, CH2F. CHF2, CF3, CH2CI, CH2CI2. 
CCI3. CH2Br, CHBr2. CBrg, OCF3. OCHF2, OCH2F. O-CH2-CF3. vinyl, SO2-CH3, - 
(C=0)-CH3. -<C=0)-C2H5. -(C=0)-0-CH3, -(C=0)-0-C2CH5; -(C=0)-Cl, -S-CH3-. - 
(C=0)-H, -NH-(C=0)-NH-CH3, -(C=0)-CF3, dimethylamino, diethylamlno. di-n- 
propylamino, di-lso-propylamino, dl-n-butylamino, dl-tert-butyamino, NH-(C=0)-CH3, - 
CH2-(C=0)-CH3. -CH2-(C=0)-C2H5. (1.3-Dlhydro-1-oxo-2H-isoindol-2-yl), N- 
Phthallmldlnyl-, (1,3-Dloxo-2-azasplro[4.4]-non-2-yl, substituted or unsubstltuted 
phenyl, -S02-phenyl, phenoxy, pyridlnyl, pyridlnyloxy. pyrazolyl, pyrimidinyl, 
pyrrolidlnyl-. -S02-pynrolldlnyl, morpholinyl, S02-morpholinyl-, thiadiazolyl. 
oxadiazolyl, oxazolyl, thiazolyl, isoxazolyl, 0-CH2-thlazolyl,-, NH-phenyl, and -CH2- 
NH-(C=0)-phenyl. 

If any of the afore mentioned substituents Itself Is substituted by one or more 
substituents, said substituents may preferably be selected from the group consisting 
of halogen, nrtro, cyano, hydroxy, -(C=0)-Ci-4-alkyl, Ci^-alkyl, at least partially 
fluorinated Ci^-alkyl, at least partially chlorinated Ci^-alkyl, at least partially 
bromlnated Ci^-alkyl. -S-Ciw»-alkyl. -C(=0)-0-Ci^-alkyl, -(C=0)-CH2-F, -(C=0>-CH2- 
Cl, -(C=0)-CH2-Br. preferably from the group consisting of F, CI, Br, CH2F, CHF2. 
CF3, CH2CI, CHCI2. CCI3, CH2Br, CHBr2, CBra, nitro. cyano, hydroxy, -(C=0)-CH3. 
CH3. C2H5, -S-CH3, -C(=0)-0-CH3, -C(=0)-0-C2H5. -(C=0)-CH2-F, -(C=0)-CH2-CI 
and -(C=0)-CH2-Br. 

Preferred Is the use of compounds of general formula (la), wherein R^^, R^^, R^, R^^ 
are each Independently selected from the group consisting of H, F, CI, Br, an 
unbranched or branched, saturated or unsaturated, optionally at least mono- 
substituted Ci-6-allphatlc radical, a saturated or unsaturated, optionally at least mono- 
substituted, optionally at least one heteroatom as ring member containing Cs^- 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted Ci^alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycycllc ring-system, an optionally at least mono- 
substituted, 5- or 6-membered aryl- or heteroaryl radical, which may be bonded via 
an optionally at least mono-substituted Ci^alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ringsystem, a nitro 
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group, a cyano group. -OR^°^, -OC(=0)R^^^ -SR^^^ -SOR^^^. -S02R^^^ -NH- 
S02R^^^, -SO2NH2 and a -NR^^R^"^ moiety, 

preferably selected from the group consisting of H, F, CI, Br, a saturated, branched or 
unbranched, optionally at least mono-substituted Ci-3-aliphatic radical, a saturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing C5- or Ce- cycioaliphatic radical, which may be bonded via an 
optionally at least mono-substituted Ci- or C2-alkylene group, a nitro, cyano, -OR^°^, - 
OC(=0)R^^^, -SR^2a -NR^^?R^'^ moiety. 

more preferably selected from the group consisting of H, F, CI, CH3, CH2CH3, CF3. 

CF2CF3, cyclopentyl, cyclohexyl. a nitro group, a cyano group and -OR'*°^, 

and R^-R^^^ and have the meaning as defined above, optionally in form of one of 

their stereoisomers, preferably enantiomers or diastereomers, their racemates or in 

form of a mixture of at least two of its stereoisomers, preferably enantiomers or 

diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 

solvates. 

Also preferred is the use of compounds of general formula (la), wherein R^^ 
represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted Ci^aliphatic radical or a saturated or 
unsaturated, optionally at least mono-substituted, optionally at least one heteroatom 
as ring member containing C3^-cycloaliphatic radical, 

preferably represents H or a branched or unbranched Ci.3-alkyl radical. 

more preferably H, -CH3 or -CH2CH3, 

and R^^-R"^, R^^-R^^^ and have the meaning given above, optionally in form of 
one of their stereoisomers, preferably enantiomers or diastereomers, their racemates 
or in form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 
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Preference is also given to the use of compounds of general formula (la), wherein 
R^, R^^, R^, R^ are each independently selected from the group consisting of 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted Ci^aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing Ca^- 
cycloaliphatic radical, a cyano group and a -COOR'*^ moiety. 



preferably selected from the group consisting of H, a branched or unbranched C1-3- 
alkyi radical, a cyano group and a -COOR^^^ group, 

more preferably from the group consisting of H, -CH3, -CH2CH3 and a cyano moiety, 
and R^^-R^^, R^°^-R^^^ and have the meaning given above, optionally in form of 
one of their stereoisomers, preferably enantiomers or diastereomers, their racemates 
or in form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, In any mixing ratio, or corresponding salts thereof, or conresponding 
solvates. 

Also preferred is the use of compounds of general formula (la), wherein 
represents an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted C1-20 aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing C3-8 
cycloallphatic radical, which may be bonded via an optionally at least mono- 
substituted Ci.6-alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, an optionally at least mono- 
substituted, 5- or 6-membered aryl- or heteroaryl radical, which may be bonded via 
an optionally at least mono-substituted Ci^- alkylene group and/or may be 
condensed with an optionally at least mono-substituted mono- or polycyclic ring- 
system, a NR^®^R^^^-moiety or a COR^^-moiety. 

preferably is selected from the group consisting of 1-Naphthyl-, 5-Dimethylamino- 
napth-1-yl, 2-Naphthyl-, 2-Acetamldo-4-methyl-5-thiazolyl-, 2-Thienyl-, 8-Quinolinyl-, 
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Phenyl-, Pentafluorophenyl-, 2,4,5-Trichloro-phenyl-, 2,5-Dichloro-phenyl-, 2- 
Nitrophenyl-, 2,4-Dinitro-phenyl-. 3.5-DichIoro-2-hyclroxy-phenyl-, 2.4,6-Trisisopropyl- 
phenyl-, 2-Mesltyl-, 3-Nitro-phenyl-, 4-Bromo-phenyl-, 4-Fluoro-phenyl-, 4- 
Chlorophenyl-, 4-Chloro-3-nitro-phenyl-, 4-lodo-phenyl-, N-Acetyl-sulfanllyl-, 4-Nitro- 
phenyl-, 4-Methoxy-phenyl-, Benzolc-add-4-yl-, 4-tert-Butyl-phenyl-, p-Tolyl-, 
Trifluoromethyl-, Trichloromethyl-, Isopropyl-, Methyl-. 

Benzyl-, trans-styryl-, 2,2,2-Trifluoroethyl-, Ethyl-, Hexadecyl-, 2-Chloroethyl-, n- 
Propyl", 3-Chloro-propyl-, n-Butyl-, Methyl-benzoate-2-yl-, 2-Nitro-4-(trlfluoromethyl)- 
phenyh, Pentamethyl-phenyl-, 2,3,5,6-Tetramethyl-phenyl-, 3-(Trifluoromethyl)- 
phenyl-, 3,5-Bis-(Trifluoromethyl)-phenyl-, Dichloromethyl-. Chloro methyl-, Dodecyl-. 
1-Octyl-, 2,3,4-Tiichloro-phenyl-, 2,5-Dimethoxy-phenyl-, o-Tolyl-, p-xylyl-2-yl-, 
Benzolc-acid-3-yl-, 4-Chloro-3-(trifluoromethyl)-phenyl-, 4-Chloro-5-nitro-benzoic 
acid-3-yl-, 6-(p-toluldlno)-naphth-2-yl-, 4-Methoxy-2,3,6-trlmethylphenyl-, 3,4- 
Dlchlorophenyl-, 4,5-Dibromo-thiophene-2-yl-, 3-Chloro-4-fluoro-phenyl-, 4-Ethyl- 
phenyl-, 4-n-Propyl-phenyl-, 4-(1,1-Dimethylpropyl)-phenyl-, 4-lsopropyl-phenyl-, 4- 
Bromo-2,5-difluoro-phenyl-, 2-Fluoro-phenyl-, 3-Fluoro-phenyI-, 4-(Trifluoromethoxy)- 
phenyl-, 4-(Trifluoromethyl)-phenyl-, 2,4-Dlfluoro-phenyl-, 2,4-Dichloro-5-methyl- 
phenyl-, 4-Chloro-2,5-dimethyl-phenyl-, 5-Dlethylamlno-napth-2-yl-, Benzoyl chloride- 
3-yl-, 2-Chloro-phenyl-, 1-Octadecyl-, 4-Bromo-2,5-dichloro-thiophene-3-yl-, 2,5- 
Dlchloro-thiophene-3-yl-, 5-Chloro-thlophene-2-yl-, 2-Methyl-5-nitro-phenyl-, 2- 
(Trifluoromethyl)-phenyI-, 3-Chloro-phenyl-, 3,5-Dichloro-phenyl-, 1-Decyl-, 3-Methyl- 
phenyl-, 2-Chloro-6-methyl-, 5-Bromo-2-methoxy-phenyl-, 3,4-Dimethoxy-phenyl-, 2- 
3-Dichloro-phenyl-, 2-Bromo-phenyl-, 3,5-Dichloro-4-(2-chloro-4-nitrophenoxy)- 
phenyl-, 2,3-Dichloro-thiophene-5-yl-, 3-Bromo-2-chloro-thiophene-5-yl-, 3-Bromo-5- 
chloro-thiophene-2-yl-, 2-(Benzoylamlnomethyl)-thiophene-5-yl-, 4-(PhenyI- 
sulphonylHhiophene-2-yl-, 2-Phenyl-sulphonyl-thiophene-5-yl-, 3-Chloro-2-methyl- 
phenyl-, 2-[1 -Methyl-5-(trifluoromethyl)pyrazol-3-yl]-thlophene-5-yl-, 5-Pyrid-2-yl- 
thlophene-2-yl-, 2-Chloro-5-(trifluoromethyi)-phenyl-, 2,6-Dlchloro-phenyl-, 3-Bromo- 
phenyl-, 2-{Trifluoromethoxy)-phenyl-, 4-Cyano-phenyl-, 2-Cyano-phenyl-, 4-n- 
Butoxy-phenyl-, 4-Acetamido-3-chloro-phenyl, 2,5-Dlbromo-3,6-difluoro-phenyl-, 5- 
Chloro-1,3-dlmethylpyrazole-4-yl-, 3,5-Dlmethylisoxazole-4-yl-, 2-(2,4- 
Dichlorophenoxy)-phenyl-, 4-(2-Chloro-6-nitro-phenoxy)-phenyl-, 4-(3-Chloro-2- 
cyano-phenoxy)-phenyl-, 2,4-Dichloro-phenyl-, 2,4-Dimethyl-1 ,3-thiazole-5-yl-, 
Methyl-methane-sulfonyl-, 2,5-Bis-(2,2,2-Trifluoroethoxy)-phenyl-, 2-Chloro-4- 
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(triinuoromethyl)-pheny1-. 2-Chloro-4-fluoro-phenyl-, 5-Fluoro-2-methyl-phenyl-, 5- 
Chloro-2-methoxy-phenyl-, 2,4.6-Trichloro-phenyl-, 2-Hydroxy-benzolc acld-5-yl-, 5- . 
(DI-n-propylamlno)-naphth-1-yl-, 6-Methoxy-m-tolyl-. 2,5-DifluorD-phenyl-. 2,4- 
Dimethoxy-phenyl-, 2.5-Dibromo-phenyl-. 3,4-Dlbromo-phenyl-, 2,2,5,7,8- 
Pentamethyl-chroman-6-yl-, 2-Methoxy-benzoic-acid-5-yl-, 5-Chloro-4-nitro- 
thiophene-2-yi-, 2,1 ,3-Benzothiadiazole-4-yl-, 1-Methyl-imidazole-4-yl-. 
Benzofurazan-4-yl-, 2-(Methoxycarbonyl)-thiophene-3-yl-, 5-(lsoxazol-3-yl)- 
thiophene-2-yl-, 2,4,5-Trifluoro-phenyl-, Biphenyl-4-yl-, Vinyl-phenyl-4-yl-, 2-Nltro- 
benzyl-, 5-Dichloro-methyl-furan-2-yl-, 5-Bromo-thiophene-2-yl-, 5-(4- 
Chlorobenzamidonnethyl)-thiophene-2-yl-, 2,6-Difluoro-phenyl-, 2,5-Dimethoxy-4- 
nitro-phenyl-, Dibenzo[b,d]-furan-2-yl-, 2,3,4-TrifIuoro-phenyl-, 3-Nitro-p-tolyl-, 4- 
Methoxy-2-nitro-phenyl-, 3,4-Difluoro-phenyl-, 4-(Bromoethyl)-phenyl-, 3,5-Dichloro- 

4- hydroxy-phenyl-, 4-n-Amyl-phenyl-, 5-Chloro-3-methylbenzo[b]-thiophene-2-yl-, 3- 
Methoxy-4-(methoxycarbonyl)-thiophene-2-yl-, 4-n-Butyl-phenyl-, 2-Chloro-4-cyano- 
phenyl-, 5-[2-<Methylthio)-pyrimidin-4-yl-]-thidphene-2-yl-, 3,5-Dlnitro-4-methoxy- 
phenyl-. 4-Bromo-2-(trmuoromethoxy)-phenyl-, 4-Chloro-2.1 .3-Benzoxadiazole-7-yl-, 

2- (1-Naphthyl)-ethyl-, 3-Cyano-phenyl-, 5-Chloro-2,1,3-Benzoxadiazole-4-yl-, 3- 
Chloro-4-methyl-phenyl-, 4-Bromo-2-ethyl-phenyl-, 2,4-Dichloro-6-methyi-phenyi-, 6- 
Chloro-imidazo(2,1-B)-thiazole-5-yl-, 3-Methyl-benzo[b]-thiophene-2-yl-, 4-Methyl- 
sulphonyi-phenyl-. 2-Methyl-sulphonyl-phenyi-. 4-Bromo-2-methyl-phenyl-, 2,6- 
Dichloro-4-(trifluoromethyl)-phenyl-, 4-[[3-Chloro-5-(trifluoromethyl)-2-pyridinyl]oxy]- 
phenyl-, 5-Chloro-naphth-1 -yl-. 5-Chloro-naphth-2-yl-, 9,10-Dibromoanthracene-2-yl-, 
lsoquinoline-5-yl-, 4-Methoxy-2,3.6-trimethyl-phenyl-, 4'-Nitro-biphenyl-4-yl-, [(4- 
Phenoxy)-phenyl-, (1 ,3-Dihydro-1-oxo-2H-isoindol-2-yl-)-4-phenyl-, 4-Acetyl-phenyl-, 

5- (2-Methyl-1 ,3-thiazole-4-yl)-thiophene-2-yl-. 5-(1 -Methyl-3-{trlfluoromethyl)pyrazol- 
5-yl-]-thiophene-2-yl-, 5-[5-Ti1fIuoromethyl)-isoxazol-3-yl]-thiophene-2-yI-, 2-lodo- 
phenyl-, p-Dodecyl-phenyl-, 4-[(3-Cyano-4-methoxy-2-pyridinyl)oxy]-phenyl-, 4-(N- 
phthalimidinyl)-phenyl-, 1 ,2,3,4-TetrahydrD-2-(tiifIuoroacetyl)-lsoquinollne-7-yl-, 4- 
Bromo-2-fluoro-phenyl-, 2-Fluoro-5-(trifluoromethyl)-phenyl-, 4-Fluoro-2- 
(trifluoromethyl)-phenyl-, 4-Fluoro-3-<trifluoromethyl)-phenyl-, 2,4,6-Trifluoro-phenyl-, 

3- (Trifluoromethoxy)-phenyl-, 1 .2-Dimethyiimidazole-4-yl-, Ethyl-4-Carboxylate-3-yl-, 
2,2,4,6,7-Pentamethyldlhydrobenzofuiran-5-yl-, 3-Bromo-2-chloropyrldlne-5-yl-, 3- 
Methoxy-phenyl-, 2-Methoxy-4-methyI-phenyl-, 2-Chloro-4-fluorobenzoio-acid-5-yl-, 
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4-Chloro-naphth-1 -yl-. 2,5-Djchloro-4-nitro-thlophene-3-yl-, 4-(4-Methoxy-phenoxy)- 
phenyl-. 4-(4-ChIoro-phenoxy)-phenyl-. 4-(3.5-Dichloro-phenoxy)-phenyK 
4-(3.4-DichIoro-phenoxy)-phenyl-, 4-(4-Fluoro-phenoxy)-phenyl-, 4-(4-Methyl- 
phenoxy)-phenyl-. 4-[4-(TrifluorTnethyl)-phenoxy-phenyl-, 4-[3,5-Bis-(trifluoromethyl)- 
phenoxyl-phenyl-. 3-(2-Methoxy-phenoxy)-phenyl-. [3-(2-Chloro-phenoxy)-phenyl-. 3- 
(2-Methyl-phenoxy)-phenyl-, 4-[2-(TiifIuoromethyl)-phenoxy]-phenyl-, 3-Phenyl- 
phenyl-, 3-(4-Methoxy-phenyl)-phenyl-, 3-(4-Chloro-phenyl)-phenyl-, 3-(3,5-Dlchloro- 
phenyO-phenyl-, 3-(3,4-Dlchloro-phenyl)-phenyl-, 3-(4-Fluorophenyl)-phenyl-, 3-(4- 
Methylphenyl)-phenyl-, 3-[4-(Trffluoromethyl)-phenyl]-phenyl-, 3-[3,5-Bis- 
(Trifluoromethyl)-phenyl]-phenyl-, 4-(4-Pyridyloxy)-phenyl)-. 4-(2-Methoxy-phenoxy)- 
phenyl-, 4-(2-Chloro-phenoxy)-phenyl-. 4-(2-Methyl-phenoxy)-phenyl-, 4-(4-Methoxy- 
phenoxy)-phenyl-, 4-(4-Chlorophenyl)-phenyl-. 4-(3,5-Dichlorophenyl)-phenyl-, 4-(3,4- 
Dichlorophenyl)-phenyl-, 4-(4-Fluorophenyl)-phenyl-, 4-(4-Methylphenyl)-phenyl-, 4- 
[4-(Trifluormethyl)-phenyl]-phenyl-, 4-[3.5-Bis-(Trifluoromethyl)-phenyl]-phenyl-. [3- 
(TrifIuoromethyl)-phenyl]-methyl-, (4-Chlorophenyl)-methyl-, (3,5-Dlchlorophenyl)- 
methyl-, (3,5-Dlchlorophenyl)-methyl-, (4-Fluorophenyl)-methyl-, 4- 
Methylphenylmethyl-, [4-(Trifluoromethyl)-phenyl]-methyl-, Cyclopropyl-, 2-(2- 
Chlorophenyl)-2-Phenylethyl-. 2-(2-Trifluoromethylphenyl)-2-phenylethyl-, 5-[4- 
Cyano-1 -methyl-5-(methylthio)-1 H-pyrazol-3-yl-thiophene-2-yl-, 3-Cyano-2,4-bis- 
(2,2.2-Trifluorothoxy)-phenyl-, 4-[(2-Chloro-1 ,3-Thlazol-5-yl)-methoxyl-phenyl-, 3- 
Nitro-phenylmethyl-, 4-Formylphenyl-, 2-(1 ,3-Dioxo-1 .3-dIhydro-lsolndol-2-yl)-ethyl-, 
[3,5-Bis-(Trifluoromethyl)-phenyl]-methyI-, (4-(2-Pyridyloxy)-phenyl)-, (4-(3- 
Pyridyloxy)-phenyl)-. 5-lodo-naphth-1 -yl-, Ethyl-2,5-dimethyl-1 -phenylpyrrole-4- 
carboxylate-3-yl-, Ethyl-2-methyl-1 .5-diphenyl-1 H-pyrrole-3-carboxylate-4-yl-. Ethyl-5- 
(4-chlorophenyl)-2-methyl-3-furoate-4-yl, Ethyl-5-(4-chlorophenyl)-2-methyl-1-phenyl- 
3-carboxylate-4-yl-, Ethyl-2,5-dimethyl-3-furoate-4-yl-, 3-Chloro-4-(1 .3-dioxo-2- 
Azasplro[4.4]non-2-yl)-phenyl-, 5-Bromo-2,4-difIuoro-phenyl-. 5-Chloro-2,4- 
difluorophenyl-, Coumarin-6-yl. 2-Methoxy-phenyl, (3-Phenoxy)-phenyl-. 3-(4- 
Methoxy-phenoxy)-phenyl-, 3-(4-Chlorophenoxy)-phenyl-, 3-(3,5-Dlchlorophenoxy)- 
phenyl-, 3-(3,4-Dichlorophenoxy)-phenyl-, 3-(4-Fluorophenoxy)-phenyI-, 3-(4- 
Methylphenoxy)-phenyl-, 3-[4-(Trifluoromethyl)-phenoxy]-phenyl-, 3-[3.5- 
(Trifluoromethyl)-phenoxy]-phenyl-, 3-[2-(Trifluoromethyl)-phenoxy]-phenyl-, 2.2- 
Dlphenylethyl-, 4-PhenyI-5-(trifluoromethyl)-thlophene-3-yl-. Methyl-4-Phenyl-5- 
(Tiifluoromethyl)-thiophene-2-carboxyIate-3-yl-, Methyl-1,2.5-trimethylpyiTole-3- 
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Carboxylate-4-yl-. 4-Fluoro-naphth-1-yI-. 3.5-Difluorophenyl-, 3-Fluoro-4-methoxy- 
phenyl-, 4-ChIoro-2,5-dlfluorophenyl-, 2-ChIoro-4,5-difluoro-phenyl-, 5-Fluoro-3- 
methylbenzo[b]-thiophene-2-yl-. Methyl-3-phenylproplonate-4-yl, Dihydrocinnamic 
Add-4-yl-, Methyl-2,5-dimethyl-3-furoate-4-yl-. Methyl-2-furoate-5-yl-, Methyl-2- 
methyl-3-furoate-5-yl-. MethyH-methyH H-pynx>le-2-Carboxylate-5-yl-, 2-(6-ChIoro- 

1 .2.4- Thladiazol-3-yl)-thiophene-5-yl-, 1 ,3,5-Trimethyl-1 H-pyrazole-4-yl-, 3-Chloro-5- 
fluoro-2-methylphenyl-, Pentafluoroethoxytetrafluoroethyl-, 5-(5-Isoxazyl)-thiophene- 

2- yl-, 5-(5-lsoxazol-yl)-2-furyl-, 5-Methyl-2,1.3-benzothladiazole-4-yl-, Biphenyl-2-yl-, 
2,3-Dlhydro-1 .4-benzodloxine-6-yl-, 4-Methyl-Naphth-1 -yl-i 5-Methyl-2- 
(Trifluormethyl)-3-Furyl-, 2,3-Dlhydrobenzo[b]furan-5-yl-, 1 -Benzothiophene-3-yl-. 

4- MethyI-3,4-dihydro-2H-1 ,4-Benzoxazine-7-yl-, 5-Methyl-1-phenyl-1 H-pyrazole-4-yl-, 
6-Morpholino-3-Pyridinyl-, 4-(1H-Pyrazol-1-yl)-phenyl-, 6-Phenoxy-3-Pyridyl-. 3,4- 
Dihydro-2H-1 .5-benzodioxepine-7-yl-, 5-(1 ,3-Oxazol-5-yl)-2-thienyl-, 4-(1 .3-Oxazol-5- 
yl)-phenyl-. 5-Methyl-4-isoxazolyl, 2.1,3-Benzothiadiazole-5-yl-, 3-Thienyl-, 2-Methyl- 
benzyl-, 3-Chloro-benzyl-, 5-Acetamldo-naphth-1-yl-, 3-Methyl-8-Quinolinyl-, 4- 
Chloro-2-nitrophenyl-, 6-Qulnolinyl-, 1 ,3-Benzothiazole-6-yl-, 2-Morpholino-3-Pyridyl-, 
2,5-DimethyI-3-thienyl-. 5-[5-(Chloromethyl)-1 ,2,4-oxadiazol-3-yl]-2-thienyl-, Ethyl-3- 
[5-yl-2-thienyl-]1 .2.4-oxadiazole-5-carboxylate-, 3-(5-Methyl-1 ,3,4-oxadlazol-2-yl)- 
phenyl-, 4-lsopropoxyphenyl-, 2,4-Dlbromophenyl-, 3-Cyano-4-fluorophenyl-. 2.5-Bis- 
(Tiifluoromethyl)-phenyl, 2-Bromo-4-fluorophenyl-. 4-Bromo-3-fluorophenyl-, 4- 
(Dlfluoromethoxy)-phenyl-, 3-(Difluoromethoxy)-phenyl-, 5-Chloro-2-fluoro-phenyl-, 

3- Chloro-2-fluorophenyl-. 2-Fluoro-4-methylphenyl-, 4 Nitro-3-(trifluoromethyl)- 
phenyl-. 3-Fluoro-4-methylphenyl-, 4-Fluoro-2-methylphenyl-, 4-Bromo-3- 
(tifluoromethyl)-phenyl-, 4-Bromo-2-(trifIuoromethyl)-phenyl-, 3-Bromo-5- 
(trifIuoromethyl)-phenyl-, 2-Bromo-4-(trifluoromethyl)-phenyl-, 2-Bromo-5- 
(trifluoromethyl)-phenyl-, 2,4-Dichloro-5-fluorophenyl-, 4,5-Dlchloro-2-fluorophenyl-, 

3.4.5- Trifluorophenyl-, 4-Chloro-2-fluorophenyl-, 2-Bromo-4.6-Difluorophenyl-, 2- 
Ethylphenyl-. 4-Bromo-2-chlorophenyl-. 4-Bromo-2,6-dlchlorophenyl-, 2-Bromo-4,6- 
dichloro-phenyl-. 4-Bromo-2,6-dimethylphenyl-, 3,5-DimethyIphenyl-, 4-Bromo-3- 
methylphenyl-, 2-Methoxy-4-nltrophenyl-, 2.2-Dlmethyl-6-Chromanyl-. Ethyl-3.5- 
dimethyl-1 H-pymole-2-carboxylate-4-yI-. lmidazo[1 .2-A]pyiidine-3-yl-, 3-(1 .3-Oxazol- 

5- yl)-phenyl-, Ethyl-6-[4-yl)-phenyl]-2-methyl-3-furoate. Methyl-3-(yl)-4- 
methoxybenzoate. 1 -Pyrrolidlnylphenylsulfonyl-, Methyl-5-yl-4-methyl-2-thiophene- 
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carboxylate, l\/lethyI-3-yl-4-(isopropylsulfonyl)-2-thiophene, 2-Pyridyl-, 3-Fluoro-4- 
nitrophenyl-, 7-Chlorochromone-3-yl-, 4 -Bromobiphenyl-4-yl-, 
4'-Acetyl-biphenyl-4-yl-, 4-Bromo-2'-fluoro-biphenyl-4-yl-, 2-Chloro-4-(3-propyl- 
Ureido)-phenyl-, 3-(-Bromoacetyl)-phenyl-, 2-Bromo-3-(trifluoromethyl)-phenyl-, 1- 
Methyl-5-isatinyl-, 4-lsopropyl-benzoic-acld-3-yl-, 2-Chloro-3-thiophenecarboxylic- 
acid-5-yl-, 3-Pyridyl-, Cyclohexylmethyl-, 2-Methoxy-5-(N-phthalimidinyl)-phenyl-, 1- 
Benzothlophene-2-yl-, Morpholinophenylsulfonyl-, 3-(2-Methyl-4-pyrimidinyl)-phenyl-, 
and 2-Cyano-5-methylphenyl-, and R^^-R'*®^ have the meaning given above, 
optionally In fomri of one of their stereoisomers, preferably enantiomers or 
diastereomers, their racemates or in form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or 
corresponding salts thereof, or c»rresponding solvates. 

Furthennore, the use of compounds of general fomnula (la) is preferred, wherein R^°^ 
represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted Ci^aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
memlDer containing Ca-s-cycloaliphatic radical, which may be bonded via an optionally 
at least mono-substituted Ci^-alkylene group and/or may be condensed with an 
optionally at least mono-substituted mono- or polycyclic ring-system, or an optionally 
at least mono-substituted, 5- or 6-membered aryl- or heteroaryl radical, which may be 
bonded via an optionally at least mono-substituted Ci^alkylene group and/or may be 
condensed with an optionally at least mono-substituted mono- or polycyclic ring- 
system, 

preferably H, a linear or branched Ci-4-a!kyl radical, a cyclohexyl radical or a phenyl 
radical, 

more preferably H, -CH3, -C2H5 or phenyl, 

and R^^-R®^. R^^^-R^®^ and have the meaning given above, optionally in form of 
one of their stereoisomers, preferably enantiomers or diastereomers, their racemates 
or in form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
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diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Moreover, the use of compounds of general fonmula (la) is preferred, wherein R^^^ 
represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted Ci^aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing Ca^-cycloallphatic radical, which may be bonded via an optionally 
at least mono-substituted Ci-e-alkylene group and/or may be condensed with an 
optionally at least mono-substituted mono- or polycyclic ring-system, or an optionally 
at least mono-substituted, 5- or 6-membered aryl- or heteroaryl radical, which may be 
bonded via an optionally at least mono-substituted Ci-e-alkylene group and/or may be 
condensed with an optionally at least mono-substituted mono- or polycyclic ring- 
system, 

preferably H, a linear or branched Ci-4-alkyl radical, a cyclohexyl radical or a phenyl 
radical, more preferably H, -CH3, -C2H5 or phenyl, 

and R^^-R^^^. R^^a^R^sa and have the meaning given above, optionally In form of 
one of their stereoisomers, preferably enantlomers or diastereomers, their racemates 
or In form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Preference is also given to the use of compounds of general formula (la), wherein 
R'^^^ represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted Ci^-aliphatic radical, a saturated or unsaturated, optionally at 
least mono-substituted, optionally at least one heteroatom as ring member containing 
Ca-s-cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted Ci-6-alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, or an optionally at least mono- 
substituted, 5- or 6- membered aryl- or heteroaryl radical, which may be bonded via 
an optionally at least mono-substituted Ci^-alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 
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preferably represents H, a linear or branched Ci-4-alkyl radical, a cyclohexyl radical 
or a phenyl radical, 

more preferably H, -CH3. -C2H5 or phenyl, 

and R^^-R"^. R^^-R^^ and have the meaning given above, optionally in fonm of 
one of their stereoisomers, preferably enantiomers or diastereomers, their racemates 
.or in form of a mixture of at least two of Its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Also preferred is the use of compounds of general fomriula (la), wherein R^^^ and R^'*^ 
are each independently selected from the group consisting of hydrogen, an 
unbranched or branched, saturated or unsaturated, optionally at least mono- 
substituted Ci.6-aliphatic radical, a saturated or unsaturated, optionally at least mono- 
substituted, optionally at least one heteroatom as ring member containing Ca^- 
cycloallphatic radical, which may be bonded via an optionally at least mono- 
substituted Ci^alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycycllc ring-system, or an optionally at least mono- 
substituted, 5- or 6-membered aryl- or heteroaryl radical, which may be bonded via 
an optionally at least mono-substituted Ci.«-alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycycllc ring-system, 

preferably are each independently selected from the group consisting of H, a linear or 
branched Cr4-alkyl radical, a cyclohexyl radical and a phenyl radical, 

more preferably are each independentiy selected from the group consisting of H, - 
CH3, -C2H5 and phenyl, 

and R^^-R^^, R^5a_f^i8a g^jj f^g^g meaning given above, optionally In fonm of 
one of their stereoisomers, preferably enantiomers or diastereomers, their racemates 
or in form of a mixture of at least two of Its stereoisomers, preferably enantiomers or 
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diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Furthermore, the use of compounds of general formula (la) Is preferred, wherein R^' 
and R^^^ together with the bridging nitrogen atom form a saturated, unsaturated or 
aromatic, 5- or 6-membered heterocyclic ring, which may be at least mono- 
substituted and/or contain at least one further heteroatom as a ring member, 

preferably form an unsubstituted piperidin or morpholine group, 



and R^^-R^2^, R^^^-R^^^ and have the meaning given above, optionally in form of 
one of their stereoisomers, preferably enantiomers or diastereomers, their racemates 
or in form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Also prefenned are compounds of general formula (la), wherein R^^ represents 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted Ci^allphatlc radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing Ca^- 
cycloaliphatic radical or an optionally at least mono-substituted, 5- or 6- membered 
aryl- or heteroaryl radical, which may be bonded via an optionally at least mono- 
substituted Ci^-alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, 

preferably represents H, a linear or branched Ci-4-alkyl radical, a cyclohexyl radical 
or a phenyl radical, 

more preferably represents H, -CH3, -C2H5 or phenyl, 

and R^^-R^^, R^^ - R^^ and have the meaning given above, optionally In fonn of 
one of their stereoisomers, preferably enantiomers or diastereomers, their racemates 
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or in form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, In any mixing ratio, or con-espondlng salts thereof, or con-espondlng 
solvates. 

Also preferred Is the use of compounds of general fomiula (la), wherein R^^ 
represents an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted aliphatic radical, 

preferably an unbranched or branched, saturated, unsubstituted alkyi radical, 
more preferably a methyl radical, 

and R^^-R^^^, R^^', R^^ and have the meaning given above, optionally In form of 
one of their stereoisomers, preferably enantiomers or diastereomers, their racemates 
or in form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or connesponding 
solvates. 



Also prefenned is the use of compounds of general fomiula (la), wherein R"^ 
represents an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted Ci^ aliphatic radical. 

preferably an unbranched or branched, saturated, unsubstituted alky! radical, 
more preferably a methyl radical, 

and R''^-R^^^, R^^ and have the meaning given above, optionally in fomri of one of 
their stereoisomers, preferably enantiomers or diastereomers, their racemates or In 
form of a mixture of at least two of Its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Also preferred are compounds of general formula (la), wherein R^^ represents a 
phenyl radical, which is optionally at least mono-substituted by a Ci^ aliphatic 



103 



wo 2005/014589 



PCT/EP2004/008507 



radical, more preferably a phenyl radical, which is optionally at least mono- 
substituted by a methyl group and R''^-R^^^ and have the meaning given above, 
optionally In form of one of their stereoisomers, preferably enantiomers or 
diastereomers, their racemates or in form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or 
conresponding salts thereof, or conresponding solvates. 

Particularly preferred is the use of one or more benzoxazinone-derived sulfonamide 
compound of general formula (la) selected from the list A given above. 



More particularly preferred is the use of one or more benzoxazinone-derived 
sulfonamide compound of general formula (la) selected from the group consisting of 

1 -[1 -(NaphthyH -sulfonyl)-piperldine-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one, 

1 -(1 -Phenylsulfonyl-piperidlne-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]-oxazin-2-one, 

1 -[1 -(5-Chloro-3-methyl-benzo[b]thlophenyl-2-sulfonyl)-piperidine-4-yI]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one, 

8-Methyl-1 -[1 -naphthyl-1 -sulfonyl)-piperidlne-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one, 

1 -[1 -(Quinollne-8-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2-one, 

8-Methyl-1 -[1 -(quinoline-8-sulfonyl)-piperldin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one, 

1 -[1 -(5-Dimethylamino-naphthyl-1 -sulfonyl)-piperidine-4-yl]-8-methyl-1 ,4- 
dihydrobenzo[d][1 ,3]oxazin-2-one. 
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1 -[1 -(5-Dimethylamino-naphthyl-1 -sulfonyl)-piperidine-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one, 

1 -[1 -(2,3-Dichloro-phenylsulfonyl)-piperidine-4-yQ-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one, 

1 -[1 -(2,3-DichloFO-phenyisulfonyl}-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[d][1,3]oxazin-2-one, and 

corresponding salts thereof, or conesponding solvates thereof. 

The compounds of general formula (la), their stereoisomers, corresponding salts and 
corresponding solvates may be obtained analogously by the methods described 
above for compounds of general formula (I). 

In another aspect the present Invention relates to benzoxazinone-derived 
sulfonamide compounds of general fomiula (lb), 



R 



R 



,2b 



,3b 




SO2 



(lb) 



wherein 
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R^**, R^**, R^**, R'"* are each independently selected from the group consisting of 
hydrogen, halogen, an unbranched or branched, saturated or unsaturated, optionally 
at least mono-substituted aliphatic radical, a saturated or unsaturated, optionally at 
least mono-substituted, optionally at least one heteroatom as ring member containing 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, an optionally at least mono- 
substituted aryt- or heteroaryl radical, which may be bonded via an optionally at least 
mono-substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ringsystem, a nitro group, a cyano group, - 
OR1°^ -OC(=0)R^^^ -(C=0)-OR^^^ -SR^^b^ ^OR^^b^ -SOzR^^b^ -NH-S02R^2b^ _ 
SO2NH2 and a -NR^^^'R^^'' moiety, 

R^'* represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical or a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing cycloaliphatic radical, 

R®", R^", R^, R* are each independently selected from the group consisting of 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing 
cycloaliphatic radical, a cyano group and a -COOR^^" moiety, 

W'' represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, an optionally at least mono- 
substituted aryl- or heteroaryl radical, which may be bonded via an optionally at least 
mono-substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, a NR^^^R^^-moiety or a COR^*- 
moiety. 



106 



wo 2005/014589 



PCT/EP2004/008507 



represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing cycloaliphatic radical, which may be bonded via an optionally at 
least mono-substituted alkylene group and/or may be condensed with an optionally at 
least mono-substituted mono- or polycycllc ring-system, or an optionally at least 
mono-substituted aryl- or heteroaryl radical, which may be bonded via an optionally 
at least mono-substituted alkylene group and/or may be condensed with an optionally 
at least mono-substituted mono- or polycyclic ring-system, 

R^""* represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing cycloaliphatic radical, which may be bonded via an optionally at 
least mono-substituted alkylene group and/or may be condensed with an optionally at 
least mono-substituted mono- or polycycllc ring-system, or an optionally at least 
mono-substituted aryl- or heteroaryl radical, which may be bonded via an optionally 
at least mono-substituted alkylene group and/or may be condensed with an optionally 
at least mono-substituted mono- or polycyclic ring-system, 

R^^" represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, or an optionally at least mono- 
substituted aryl- or heteroaryl radical, which may be bonded via an optionally at least 
mono-substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, 

R^^** and R^* each are Independently selected from the group consisting of 
hydrogen, an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted aliphatic radical, a saturated or unsaturated, optionally at least 
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mono-substituted, optionally at least one heteroatom as ring nriember containing 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, or an optionally at least mono- 
substituted aryl- or heteroaryl radical, which may be bonded via an optionally at least 
mono-substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, 

or R^^^ and R^"**^ together with the bridging nitrogen atom fonm a saturated, 
unsaturated or aromatic heterocyclic ring, which may be at least mono-substituted 
and/or contain at least one further heteroatom as a ring member, 

R''^'^ represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing cycloaliphatic radical or an optionally at least mono-substituted 
aryl- or heteroaryl radical, which may be bonded via an optionally at least mono- 
substituted alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, 

R^^^ represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, 

R^^'' represents an unbranched or branched, saturated or unsaturated, optionally at 
least mono-substituted aliphatic radical, 

R^^^ represents an optionally at least mono-subsituted aryl radical, 

optionally in form of one of its stereoisomers, preferably enantiomers or 
diastereomers, its racemate or In form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or a 
physiologically acceptable salt thereof, or a solvate, respectively. 
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If one or more of the residues R^^-R^^and W" represents an aliphatic radical, which 
is substituted by one or more substituents, unless defined otherwise, each of these 
substituents may preferably be selected from the group consisting of hydroxy, 
halogen, branched or unbranched Ciw^-alkoxy. branched or unbranched 
Ci^-perfluoroalkoxy, branched or unbranched Ci-4-perfluoroalkyl, amino, carboxy, 
amido, cyano. nitro. -SO2NH2. -CO-Ciwi-alkyl, -SO-Ci^-alkyl, -SOz-Ciwi-alkyI, 
-NH-S02-Ci^-alkyl , wherein the Ci^-alkyl may In each case be branched or 
unbranched, an unsubstituted or at least mono-substituted phenyl or naphthyl radical 
and an unsubstituted or at least.mono-substltuted furanyl-, thienyl-, pyrrolyl-, 
imidazolyl-, pyrazolyl-, pyrldinyl-. pyrlmldinyl-, quinolinyl- and isoqulnolinyl radical, 
more preferably be selected from the group consisting of hydroxy, F, CI, Br, methoxy, 
ethoxy, CF3 and an unsubstituted phenyl radical. If any one of the above mentioned 
substitutents itself is at least mono-substituted, said substituents may preferably be 
selected from the group consisting of F, CI, methyl and methoxy. 

If one or more of the residues R^^'-R^^" represents or comprises a cycloaliphatic 
radical, which is substituted by one or more substituents, unless defined otherwise, 
each of these substituents may preferably be selected from the group consisting of 
hydroxy, halogen, branched or unbranched Ci^-alkyl, branched or unbranclied Ci^- 
alkoxy, branched or unbranched Ci^-perfiugroalkoxy, phenoxy, benzoyl, cyclohexyl, 
branched or unbranched Ci^t-perfluoroalkyl, -NR'^R^ wherein R^ R^ are each 
independently selected from the group consisting of H, a branched or unbranched Ci- 
4-alkyl-radical, -CH2-CH2-OH and phenyl, carboxy, keto, amido, cyano, nitro, - 
SO2NH2. -CO-Ci^-alkyl, .CO-OCi^-alkyl, -SO-Ci^-alkyl. -SOz-Ci^-alkyl, -NH-SO2-C1. 
4-alkyl, wherein Ci^-alkyl may in each case be branched or unbranched, 
unsubstituted or at least mono-substituted phenyl or naphthyl and unsubstituted or at 
least mono-substituted furanyl-, thienyl-, pyn-olyl-, Imidazolyl-, pyrazolyl-, pyrldinyl-, 
pyrimldinyl-, quinolinyl- and isoqulnolinyl radical, more preferably be selected from 
the group consisting of hydroxy, F, CI, Br, methyl, ethyl, methoxy, ethoxy, keto, 
benzoyl, phenoxy, cyclohexyl. -CF3. -CO-CH3. -CO-OCH3, -NR'^R^ wherein R'^, R^ 
are each independently selected from the group consisting of H, a branched or 
unbranched Ci^-alkyl-radlcal. -CH2-CH2-OH and phenyl, and an unsubstituted phenyl 
radical. If any one of the above mentioned substitutents itself is at least mono- 



109 



wo 2005/014589 PCT/EP2004/008507 

substituted, said substituents may preferably be selected from the group consisting of 
F, CI, methyl and methoxy. 

If one or more of the residues R^'^-R'*" and R^^^R^^b g^^j comprises an alkylene 
group, which is substituted by one or more substituents, unless defined othenMse, 
each of these substituents may preferably be selected from the group consisting of 
hydroxy, halogen, branched or unbranched Ci^-alkoxy, branched or unbranched Ci. 
4-allcyl, branched or unbranched Ci^-perfluoroalkoxy, branched or unbranched Ci^- 
perfluoroalkyl, amino, cariaoxy, amido,.cyano, nitro, -SO2NH2, -CO-Ci-^-alkyl, -SO-Ci- 
4-alkyl, -SOa-Ci^-alkyl, -NH-SOa-Ci^-alkyl, wherein Ci^-alkyl may be branched or 
unbranched, an unsubstituted or at least mono-substituted phenyl or naphthyl radical 
and an unsubstituted or at least mono-substituted furanyl-. thienyl-, pyrrolyl-, 
imidazolyl-, pyrazolyl-, pyridinyl-, pyrimidinyl-, quinolinyl- and isoquinolinyl radical, 
more preferably be selected from the group consisting of hydroxy, F, Ci, Br, methyl, 
methoxy, ethoxy, CF3 and unsubstituted phenyl. If any one of the above mentioned 
substitutents itself is at least mono-substituted, said substituents may preferably be 
selected from the group consisting of F, CI, methyl and methoxy. 

If one or more of the residues R^'^-R'* and R^°'»-R^* comprises a mono- or polycyclic 
ringsystem, which is substituted by one or more substituents, unless defined 
otherwise, each of these substituents may preferably be selected from the group 
consisting of hydroxy, halogen, branched or unbranched Ci^-alkyl. branched or 
unbranched Ci^-a!koxy, branched or unbranched Ci^-perfluoroalkoxy, branched or 
unbranched Ci^t-perfluorocarbonyl, branched or unbranched Ci-4-perfluoroalkyl, 
amino, carboxy, amido, cyano, keto, nitro, -SO2NH2, -CO-Ci^-alkyl, -SO-Ci-4-alkyl, - 
S02-Ci^-alkyl, -NH-S02-Ci^-alkyl, wherein Ci^-alkyl may be branched or 
unbranched, an unsubstituted or at least mono-substituted phenyl or naphthyl radical 
and unsubstituted or at least mono-substituted furanyl-, thienyl-, pynolyl-, Imidazolyl-, 
pyrazolyl-, pyridinyl-, pyrimidinyl-, quinolinyl- and isoquinolinyl, more preferably from 
the group consisting of hydroxy. F, CI. Br. methyl, ethyl, methoxy, ethoxy, CF3, 
-(C=0)-CF3, keto, cyano and an unsubstituted phenyl radical. If any one of the above 
mentioned substitutents itself is at least mono-substituted, said substituents may 
preferably be selected from the group consisting of F. CI, methyl and methoxy. 
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If one or more of the residues R^''-R'*^ R^o^-R^sb pisb represents or comprises an 
aryl radical, which is substituted by one or more substituents, unless defined 
otherwise, each of these substituents may preferably be selected from the group 
consisting of hydroxy, halogen, branched or unbranched Ci-^-alkoxy, branched or 
unbranched Ci^-aikyl. branched or unbranched Ci^t-perfluoroalkoxy, unsubstituted or 
at least mono-substituted phenoxy, unsubstituted or at least mono-substituted 
benzoyl, cyclohexyl, branched or unbranched Ci^-perfluoroalkyl, NR'^R^ wherein R^, 
R^ are each independently selected from the group consisting of H, a branched or 
unbranched Ci^-alkyl-radical, -CH2-CH2rOH and phenyl, carboxy, amido. cyano, 
-CH(OH)(phenyl), nitro, -SO2NH2, -CO-Ciw»-alkyl, -CO-OCi^-alkyl. -SO-Ci^-alkyl, - 
S02-Ci^-alkyl, -NH-S02-Ci-4-alkyl, wherein Ci^-alkyl may be branched or 
unbranched, an unsubstituted or at least mono-substituted phenyl or naphthyl radical 
and unsubstituted or at least mono-substituted furanyl-, thienyl-, pyrrolyl-, imidazolyl-, 
pyrazolyl-, pyridinyl-, pyrimidinyl-, quinolinyl- and isoquinolinyl radical, more 
preferably be selected from the group consisting of hydroxy, F, CI, Br, methyl, ethyl, 
cyano, nitro, -CH(OH)(phenyl), methoxy. ethoxy, unsubstituted or at least mono- 
substituted benzoyl, unsubstituted or at least mono-substituted phenoxy, cyclohexyl. 
CF3, OCF3.-CO-CH3. -CO-OCH3. SO2-CH3. -NR^R^ wherein R^ R^ are each 
independently selected from the group consisting of H, a branched or unbranched Ci- 
4-alkyl-radical, -CH2-CH2-OH and phenyl, and an unsubstituted phenyl radical. If any 
of the above mentioned substitutents itself Is at least mono-substituted, said 
substituents may preferably be selected from the group consisting of F, CI, Br, CF3, 
OCF3, methyl and methoxy. 

If one or more of the residues R^^'-R"*" and R^°»»-Ri5b represents or comprises a 
heteroaryl radical, which is substituted by one or more substituents, unless defined 
otherwise, each of these substituents may preferably be selected from the group 
consisting of hydroxy, halogen, branched or unbranched Ci^-alkoxy, branched or 
unbranched Ci-4-alkyl, branched or unbranched Ci^-perfluoroalkoxy, unsubstituted or 
at least mono-substituted phenoxy, unsubstituted or at least mono-substituted 
benzoyl, cyclohexyl, branched or unbranched Ci^-perfluoroalkyl, NR^R^ wherein R^ 
R^ are each independently selected from the group consisting of H, a branched or 
unbranched Ci-4-alkyl-radlcal, -CH2-CH2-OH and phenyl, carboxy, amido, cyano, 
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-CH(OH){phenyl). nitro. -SO2NH2. -CO-Ci^-alkyl. -CO-OCi^-alkyl. -SO-Ci^-alkyl. - 
S02-Ci^-aIkyl. -NH-SOa-Ci^-alkyl, wherein Ciw»-alkyl may be branched or 
unbranched, an unsubstituted or at least mono-substituted phenyl or naphthyl radical 
and unsubstituted or at least mono-substituted furanyl-, thienyl-, pynx)lyl-, imida2X)lyl-, 
pyrazolyl-. pyridinyl-, pyrimidlnyl-. quinolinyl- and isoquinollnyl radical, more 
preferably be selected from the group consisting of hydroxy, F, CI. Br. methyl, ethyl, 
cyano, nItro. -CH(OH)(phenyl). methoxy. ethoxy. unsubstituted or at least mono- 
substituted benzoyl, unsubstituted or at least mono-substituted phenoxy, cyclohexyl, 
CF3, OCF3,-.CO-CH3, -CO-OCH3. SO2-CH3. -NR'^R^ wherein R'^, R^ are each 
independently selected from the group consisting of H, a branched or unbranched Ci. 
4-alkyl-radlcal, -CH2-CH2-OH and phenyl, and an unsubstituted phenyl radical. If any 
of the above mentioned substitutents itself is at least mono-substituted, said 
substituents may preferably be selected from the group consisting of F, CI, Br, CF3, 
OCF3, methyl and methoxy. 

If R^^" and R^"" fomi a heterocyclic ring, which is substituted by one or more 
substituents, unless defined othenwise, each of these substituents may preferably be 
selected from the group consisting of hydroxy, halogen, branched or unbranched 
Ci^-alkoxy. branched or unbranched Ci^-alkyl, branched or unbranched C1-4- 
perfluoroalkoxy, branched or unbranched Ci-^-perHuoroalkyl. amino, carboxy. amido. 
cyano. nItro, -SO2NH2, -CO-Ci^-alkyl, -SO-Ci^-alkyl, -S02-Ci^-alkyl, 
-NH-S02-Ci^-alkyl, wherein Ci-»-alkyl may be branched or unbranched, an 
unsubstituted or at least mono-substituted phenyl or naphthyl radical and an 
unsubstituted or at least mono-substituted furanyl-. thienyl-, pyn-olyl-, imidazolyl-. 
pyrazolyl-. pyridinyl-, pyrimldinyl-, quinolinyl- and isoquinollnyl radical, more 
preferably be selected from the group consisting of hydroxy, F, CI, Br, methoxy, 
ethoxy, methyl, CF3 and an unsubstituted phenyl radical. If any of the above 
mentioned substitutents itself is at least mono-substituted, said substituents may 
preferably be selected from the group consisting of F, CI, methyl and methoxy. 

If R^* and R^'*'' form a heterocyclic ring, which contains one or more further 
heteroatoms as ring members, unless defined othenMse, each of these heteroatoms 
may preferably be selected from the group consisting of N, O and S, more preferably 
from the group consisting of N and O. 
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If one or more of the residues R^'^-R''^*' and represents or comprises a 
cycloaliphatic radical, which contains one or more heteroatoms as ring members, 
unless defined otherwise, each of these heteroatoms may preferably be selected 
from the group consisting of N, O, S and P, more preferably from the group 
consisting of N, O and S. 

If one or more of the residues R^^^-R""*, R^o'^-R'^sb g^jj represents or comprises an 
heteroaryl radical, which contains one or more heteroatoms as ring members, unless 
defined othenArtse, each of these heteroatoms may preferably be selected from the 
group consisting of N, O, S and P, more preferably from the group consisting of N, O 
and S. 

If represents or comprises a cycloaliphatic radical, a heteroaryl radical, an aryl 
radical and/or a mono- or polycyclic ring system, which is substituted by one or more 
substituents, unless defined othenA^ise, each of these substituents may preferably be 
selected from the group consisting of hydroxy, nitro, carboxy, cyano, keto, halogen, 
Ci.2o-alkyl, partially fluorinated alkyi, partially chlorinated alkyi, partially 
brominated Ci^ alkyi, Ci^-alkoxy, partially fluorinated Ci^ alkoxy, partially 
chlorinated C1-4 alkoxy, partially brominated Ci^ alkoxy, C2-6-alkenyl, S02-Ci-4-alkyl, - 
(C=0)-Ci.5-alkyl, -(C=0)-0-Ci^-alkyl, -(C=0)-Cl, -S-Ci-4-alkyl-, -(C=0)-H, -NH- 
(C=0)-NH-Ci-5-alkyl, -(C=0)-Ci-4-perfluoroalkyl, -NR'^R^, wherein R'^ and R^ are 
independently selected from the group consisting of H, Ci-4-alkyl and phenyl, NH- 
(C=0)-Ci-5-aIkyl, -Ci^-alkylen"(C=0)-Ci.5-alkyl, (1 ,3-Dihydro-1-oxo-2H-lsoindol-2-yl), 
N-Phthalimidinyl-, (1,3-Dloxo-2-azaspiro[4,4]-non-2-yl, substituted or unsubstltuted 
phenyl, -S02-phenyl, phenoxy, pyridinyl, pyridinyloxy, pyrazolyl, pyrimidinyl, 
pyrrolidinyl-, -S02-pyrrolidinyl, morpholinyl, S02-morpholinyl-, thiadiazolyl, 
oxadiazolyl, oxazolyl, thiazolyl, Isoxazolyl, 0-CH2-thlazolyl,-, NH-phenyl, and -Ci^- 
Alkylen-NH-(C=0)-phenyl, more preferably from the group consisting of hydroxy, 
nitro, carix)xy, cyano, keto, F, CI, Br, I, Ci.i2-alkyl, CH2F, CHF2, CF3, CH2CI, CH2CI2. 
CCI3, CH2Br, CHBr2, CBrs, OCF3, OCHF2, OCH2F, O-CH2-CF3, vinyl, SO2-CH3. - 
(C=0)-CH3. -(C=0)-C2H5, -(C=0)-0-CH3, -(C=0)-0-C2CH5. -(C=0)-Cl, -S-CH3-, - 
(C=0)-H, -NH-(C=0)-NH.CH3, -(C=0)-CF3, dimethylamino, diethylamino, di-n- 
propylamino, di-iso-propylamino, di-n-butylamino, di-tert-butyamino, NH-(C=0>-CH3, - 
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CH2-{C=0)-CH3. -CH2-(C=0)-C2H5, (1.3-Dihydro-1-oxo-2H-isoindol-2-yl). N- 
Phthalimldinyl-, (1 ,3-Droxo-2-azaspitx)[4,4]-non-2-yl. substituted or unsubstltuted 
phenyl, -SOa-phenyl, phenoxy, pyridinyl, pyridlnyloxy, pyrazolyl, pyrimidinyl, 
pyrrolidinyl-, -S02-pyrrolidinyl. morpholinyl. S02-morpholinyl-, thiadlazolyl. 
oxadiazolyl. oxazolyl, thiazolyl. Isoxazolyl, O-CHa-thiazolyl,-. NH-phenyl, and -CH2- 
NH-(C=0)-phenyl. 

If any of the afore mentioned substltuents itself is substituted by one or more 
substituents, said substltuents may preferably be selected from the group consisting 
of halogen, nitro. cyano. hydroxy. -(C=0)-Ci^-alkyl, Ci^-alkyl. at least partially 
fluorinated Ci^-alkyl, at least partially chlorinated Ci^-all<yl, at least partially 
brominated Ci^-all<yl, -S-Ci^-alkyl, -C(=0)-0-Ci^-alkyl. -(C=0)-CH2-F. -(C=0>-CH2- 
Cl, -(C=0)-CH2-Br, preferably from the group consisting of F, CI, Br, CH2F, CHF2, 
CF3. CH2CI. CHCI2. CCI3, CHaBr, CHBrz, CBra, nitro. cyano, hydroxy, -(C=0)-CH3. 
CH3, C2H5, -S-CH3. -C(=0)-0-CH3. -C(=0)-0-C2H5, -(C=0)-CH2-F, -(C=0)-CH2-CI 
and -(C=0)-CH2-Br. 

Prefen-ed are compounds of general formula (lb) given above, wherein R^**, R^**, R^'', 
R'"' are each Independently selected from the group consisting of H, F, CI, Br, an 
unbranched or branched, saturated or unsaturated, optionally at least mono- 
substituted Ci^-allphatic radical, a saturated or unsaturated, optionally at least mono- 
substituted, optionally at least one heteroatom as ring member containing Cs^ 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted Ci^alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, an optionally at least mono- 
substituted, 5- or 6-membered aryl- or heteroaryl radical, which may be bonded via 
an optionally at least mono-substituted Ci^-alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ringsystem, a nitro 
group, a cyano group, -OR^°'>. -OC(=0)R"'*, -SR^^". -SOR^^'', -S02R^^^ -NH- 
S02R^^^ -SO2NH2 and a -NR^^^R^^" moiety, preferably selected from the group 
consisting of H, F, CI, Br, a saturated, branched or unbranched. optionally at least 
mono-substituted Ci^aliphatic radical, a saturated, optionally at least mono- 
substituted, optionally at least one heteroatom as ring member containing C5- or Ce- 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
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substituted d- or Ca-alkylene group, a nitro group, a cyano group, -OR^°'', - 
OC(=0)R"'', -SR^2b a^^j .NR"»Ri4b moje^ ^Q^e preferably selected from the group 
consisting of H, F, CI, Br, -CH3, -CH2CH3, -CF3, -CF2CF3. cyclopentyl, cyclohexyl, 
nitro, cyano and -OR^^", and R^^-R^^" and W" have the meaning given above, 
optionally in fomi of one of their stereoisomers, preferably enantiomers or 
diastereomers, their racemates or In fomn of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers. in any mixing ratio, or 
corresponding salts thereof, or corresponding solvates. 

Also preferred are compounds of general fbmiula (lb) given above, wherein R* 
represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted Ci^aliphatic radical or a saturated or 
unsaturated, optionally at least mono-substituted, optionally at least one heteroatom 
as ring member containing Cs-a-cycloaliphatic radical, preferably represents H or a 
branched or unbranched Ci.3-alkyl radical, more preferably H, -CH3 or -CH2CH3. 
most preferably a hydrogen atom, and R^''-R'"', R^^R^^^ and W** have the meaning 
given above, optionally in form of one of their stereoisomers, preferably enantiomers 
or diastereomers, their racemates or in form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or 
corresponding salts thereof, or corresponding solvates. 

Also prefen^d are compounds of general fonnula (lb) given above, wherein R®", R^, 
R^, are each independently selected ftom the group consisting of hydrogen, an 
unbranched or branched, saturated or unsaturated, optionally at least mono- 
substituted Ci-e-aliphatic radical, a saturated or unsaturated, optionally at least mono- 
substituted, optionally at least one heteroatom as ring member containing C3-8- 
cycloalijDhatic radical, a cyano group and a -COOR^^" moiety, preferably selected 
from the group consisting of H, a branched or unbranched Ci^-alkyl radical, a cyano 
group and a COOR^^" group, more preferably from the group consisting of H, -CH3, - 
CH2CH3 and a cyano moiety, most preferably each of R^, R^, R^ and R* represent 
a hydrogen atom, and R^^-R^". Rio^-R^^b g^^j j^gve the meaning given above, 
optionally In form of one of their stereoisomers, preferably enantiomers or 
diastereomers, their racemates or in form of a mixture of at least two of Its 
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Stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or 
corresponding salts thereof, or corresponding solvates. 

Also prefen^ed are compounds of general fomnula (lb) given above. >A/herein W** 
represents an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted C1.20 aliphatic radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing Ca^ 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted d^alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, an optionally at least mono- 
substituted, 5- or 6-membered aryl- or heteroaryl radical, which may be bonded via 
an optionally at least mono-substituted Ci-e- alkylene group and/or may be 
condensed with an optionally at least mono-substituted mono- or polycyclic ring- 
system, a NR^^R^^-moiety or a COR^®''-moiety, 



preferably W'' represents 

a linear or branched Ci.ao-alkyI radical, preferably an alkyi radical selected from the 
group consisting of methyl, ethyl, n-propyl, iso-propyl, n-butyl, iso-butyl, sec-butyl, 
tert-butyl and 1,1-dimethyl-propyl; a linear or branched C2-2o-alkenyl radical; 
preferably a vinyl radical; -CF3; -CHF2; -CH2F; -CCI3; -CHCIz; -CH2CI; -CH2-CF3; - 
CH2-CH2-CI; -CH2-CH2-CH2-CI; -CH2-S(=0)2-CH3; a cyclopropyl radical; a cyclobutyl 
radical; a cyclopentyl radical; a cyclohexyl radical; -CH2-cyclopropyl; -CH2-cyclobutyl; 
-CH2-cyclopentyl; -CHa-cyclohexyl; -N(CH3)2; -N(C2H5)2: -N(n-CH2-CH2-CH3)2; 
phenyl; benzyl; naphthyl; -CH=CH-phenyl; -(CF2HCF2)-0-phenyl; -(CH2)-naphtyl; - 
(CH2HCH2)-naphthyl; anthracenyl; -(C=0)-phenyl; thiophenyl; benzo[b]thiophenyl: 
furanyl; 2-oxo-2H-chromenyl: dibenzofuranyl; 2,3-dihydrobenzofuranyl; chromanyl; 
2,3-dihydro-benzo(1,4]dioxlnyl; 3.4-dihydro-2H-1,5-benzo-dioxeplnyl; chromonyl; 1H- 
imldazolyl; pyridinyl; pymolidine-2,5-dionyl: pyrrolyl; 1 H-pyrazolyl; 1H-pyrimidine-2,4- 
dionyl; quinolinyl; Isoqulnolinyl; 1 H-Benzolmidazolyl; 1 ,4-dihydro-quinoxaline-2,3- 
dionyl; 1.2,3.4-tetrahydro-isoquinolinyl; 1 .4-dihydro-benzo[b][1 ,4]diazepine-2.4-dionyl; 
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1 ,3-dlhydro-1 -oxo-2H-lsoindolyl; phthalimldinyl; 2-(1 .3-dloxo-1 .3-dihydro-isoindol-2- 
yl)-ethyl; imidazo[1 ,2-a]pyridine; isatinyl; thiazolyl; 1 .3-thiazolyl; 1 ,2,4-thiadlazolyI; 
imidazo[2.1-b]thiazolyl: 1 .3-benzothiazolyl; benzo[1 ,2,5]thiadiazolyl; 2-oxo-2,3- 
dihydro-benzothiazolyl; 2.1,3-benzothiadiazolyl: imidazo[2,1-blthlazolyl; Isoxazolyl; 
benzo[1 ,2,5]oxadiazolyl; benzo[d]isoxazolyl; benzofurazanyl; 
2-oxo-2,3-dihydrD-ben2ooxazolyl; 3.4-dihydro-2H-benzo[1 .4]oxazinyl: or 2,1 ,3- 
benzoxadiazolyl; 

whereby each of these afore mentioned cyclic moieties may optionaily be substituted 
with 1 , 2, 3, 4 or 5 substituents independently selected from the group consisting of 
methyl: ethyl; n-propyl; iso-propyi; n-butyl; iso-butyl; sec-butyl; tert-butyl; 1,1- 
dimethyl-propyl; n-pentyl; vinyl; cyclopropyl; cyclobutyl; cyclopentyl; cyclohexyl; 
morpholino; methoxy; ethoxy; n-propoxy; iso-propoxy; n-propoxy; F; CI; Bn I; -CN; - 
OH; -CFs; -CF2H; -CH2F; -CCI3; -CCIH2; -CHCI2; -CH2-F; -CH2-CI;-CH2-Bn -(C=0)- 
CH2-Br; -OCF3; -O-CH2-CF3: -O-CHF2; -NO2; -NH2; -N(CH3)2: -N(C2H5)2; -N(n-CH2- 
CH2-CH3)2: -N(n-CH2-CH2-CH2-CH3)2;-NH-(C=0)-CH3; -NH-phenyl; -(C=0)-CF3; - 
(C=0)-OH; =0 (0x0); -(C=0)-H; -S(=0)2-CH3; -S(=0)2-isopropyl; -S(=0)2-phenyl; - 
S(=0)2-pyrrolidinyl; -S(=0)2-morpholino; -(CH2)-(CH2HC=0)-0-CH3; -NH-(C=0)-NH- 
CH2-CH2-CH3; -(C=0)-CH3; -(C=0)-0-CH3; -(C=0)-CM:2H5; -(CH2)-NH-(C=0)- 
phenyl; -CH2-C(H)(phenylXphenyl); -0-CH2-thiazolyl; 1 ,3-dioxo-2-azaspiro[4.4]non-2- 
yl; phenyl; phenoxy; Isoxazolyl; 1 ,3-oxazolyl; 1 ,2,4-oxadiazolyl; 1 ,3,4-oxadiazolyl; 
pyridinyl; pyridinyloxy; pyrazolyl; pyrimidinyl and phthalimldinyl; and 

whereby each of the cyclic moieties of these afore mentioned substituents may 
optionally be substituted with 1 , 2, 3, 4 or 5 substituents that are Independently 
selected from the group consisting of methyl; ethyl; n-propyl; iso-propyl; F; CI; Br; I; 
CN; -CH2-F: -CH2-CI; -CH2-Bn -CF3 and -S-CH3. 

more preferably W** represents 

an alkyi radical selected from the group consisting of methyl; ethyl; n-propyl; Iso- 
propyl; n-butyl; sec.butyl; iso-butyl and tert-butyl; vinyl (CH2=CH-); -N(CH3)2; 1- 
naphthyl; benzyl; 2-naphtyl; phenyl; 2-methyl-phenyl; 3-methyl-phenyl; 4-methyl- 
phenyl; 2-ethyl-phenyl; 3-ethyl-phenyl; 4-ethyl-phenyl; 2-n-propyl-phenyl; 3-n-propyl- 
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phenyl; 4-n-propyl-phenyl; 2-isopropyl-phenyl; 3-isopropyl-phenyI; 4-isopropyl-phenyl; 
2-n-butyl-phenyl; 3-n-butyl-phenyl; 4-n-butyl-phenyl; 2-iso-butyl-phenyI; 3-lso-butyl- 
phenyl; 4-iso-butyl-phenyl; 2-tert-butyl-phenyl: S-tert-butyl-phenyl; 4-tert-butyl-phenyl; 
1,1-dimethylpropyl-phenyl: 2-cyclopentyl-phenyl; 3-cyclopentyl-phenyl; 4-cyclopentyl- 
phenyl 2-cyclohexyl-phenyl: 3-cyclohexyl-phenyl; 4-cyclohexyl-phenyl: 2-methoxy- 
phenyl; 3-methoxy-phenyl; 4-methoxy-phenyl; 2-ethoxy-phenyl; 3-ethoxy-phenyl; 4- 
ethoxy-phenyl; 2-n-propoxy-phenyi; 3-n-propoxy-phenyl; 4-n-propoxy-phenyl; 2-iso- 
propoxy-phenyl; 3-lso-propoxy-phenyl; 4-lsopropoxy-phenyl;2-fluofX)-phenyl; 3-fluoro- 
phenyl; 4-fluoro-phenyl; 2-chloro-phenyl; 3-chlorD-phenyl; 4-chloro-phenyl; 2-bromo- 
phenyl; 3-bromo-phenyl; 4-brDmo-phenyl; 2-trifluoromethyl-phenyl; 3-trifluoromethyl- 
phenyl; 4-trifluoromethyl-phenyl; 2-trifluoromethoxy-phenyl: 3-trifluoromethoxy- 
phenyl; 4-trifluoromethoxy-phenyl; 2-carboxy-phenyl; 3-carboxy-phenyl; 4-carboxy- 
phenyl; 2-acetyl-phenyl; 3-acetyl-phenyl; 4-acetyl-phenyl; 2-(C=0)-0-CH3-phenyl; 3- 
(C=0)-0-CH3-phenyl; 4-(C=0)-0-CH3-phenyl: 2-(CH2HCH2)-(C=0)-0-CH3: 3-(CH2)- 
(CH2)-(C=0)-0-CH3; 4-(CH2HCH2)-(C=0)-0-CH3: 2-cyano-phenyl: 3-cyano-phenyl; 
4-cyano-phenyl; 2-nitro-phenyl; 3-nltro-phenyl; 4-nitro-phenyl; 4-(4-bromophenoxy)- 
phenyl; 2-methylsulfonyl-phenyl; 3-methylsulfonyl-phenyl; 4-methylsulfonyl-phenyl: 2- 
phenyl-phenyl (biphenyl-2-yl); 3-phenyl-phenyl (blphenyl-3-yl); 4-phenyl-phenyl 
(biphenyl-4-yl); 2-phenoxy-phenyl; 3-phenoxy-phenyl; 4-phenoxy-phenyl; 2,4- 
dimethyl-phenyl; 3,4-dimethyl-phenyl; 2,4,6-trimethyl-phenyl; 2,3,5,6-tetramethyl- 
phenyl; pentamethyl-phenyl; 2,5-dimethoxy-phenyl; 3.4-dlmethoxy-phenyl; 2,3- 
dlchloro-phenyl; 2,4-dichtoro-phenyl; 2,5-dichlorD-phenyl; 3,4-dlchloro-phenyl; 3,5- 
dlchloro-phenyl; 2,6-dichloro-phenyl; 2,4-dlfluoro-phenyl; 3,4-difluoro-phenyl; 2,5- 
difluoro-phenyl; 2,6-dlfluoro-phenyl; 3-chloro-2-fluoro-phenyl; 3-chloro-4-fluoro- 
phenyl; 5-chloro-2-fluoro-phenyl; 2.3,4-trichloro-phenyl; 2,4,5-trichloro-phenyl; 2,4,6- 
trichloro-phenyl; 2,4,5-trifluoro-phenyl; 2,3,4-trifluoro-phenyl-: 2-chloro-4,5-difluoro- 
phenyl; 2-bromo-4-fluoro-phenyl; 2-bromo-4,6-difluoro-phenyl; 4-chloro-2,5-dlfluoro- 
phenyl; 5-chloro-2,4-difluoro-phenyl; 4-bromo-2,5-difluoro-phenyl; 5-bromo-2,4- 
difluoro-phenyl; pentafluoro-phenyl; 2,4-dinrtro-phenyl; 4-chloro-3-nitro-phenyl; 2- 
methyl-5-nitro-phenyl; 5-bromo-2-methoxy-phenyl; 3-chloro-2-methyl-phenyl: 4- 
bromo-3-methyl-phenyl; 4-chloro-2.5-dlmethyl-phenyl; 4-fluoro-3-methyl-phenyl; 5- 
fluoro-2-methyl-phenyI; 2-nltro-4-trifluoromethyl-phenyl; 2-methoxy-4-methyl-phenyl; 
3,5-dlchloro-2-hydroxy-phenyl; 3,5-dlchloro-4-hydroxy-phenyl; 5-chloro-2,4-difluoro- 
phenyl; 3-chloro-4-(NHHC=0>-CH3-phenyl: 2-chloro-6-methyl-phenyl; 2-chloro-5- 
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trifluoromethyl-phenyl; 2-chloro-5-trifluoromethoxy-phenyl; 4-bromo-2- 
tiifluoromethoxy-phenyl; 4-bromo-2-trifluoromethyl-phenyl; 4-bromo-3-tiifluoromethyl- 
phenyl; 3-carboxy-4-fluoro-phenyl; 3-carboxy-4-chlon>6-fluoro-phenyl; 4-methoxy- 
2,3,6-triniethyl-phenyl-; or one of the following groups: 
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(CH2)i-^ 
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Br 



whereby in each case X denotes the position by which the respective substituent W' 
is bonded to the -SO2 group of fomiula (lb), 

and R^^-R^®*' have the meaning given above, optionally in form of one of their 
stereoisomers, preferably enantiomers or diastereomers, their racemates or in form 
of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 
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Also preferred are compounds of general formula (lb) given above, wherein R^^" 
represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted Ci^aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing Cs^-cycloaliphatic radical, which may be bonded via an optionally 
at least mono-substituted Ci^alkylene group and/or may be condensed with an 
optionally at least mono-substituted mono- or polycydic ring-system, or an optionally 
at least mono-substituted, 5- or 6-membered aryl- or heteroaryl radical, which may be 
bonded via an optionally at least mono-substituted Ci^-alkylene group and/or may be 
condensed with an optionally at least mono-substituted mono- or polycydic ring- 
system, preferably H. a linear or branched Ci-4-alkyl radical, a cyclohexyl radical or a 
phenyl radical, more preferably H. -CH3, -C2H5 or phenyl, and R^''-R*. R^^^-R^^** and 
W" have the meaning given above, optionally in form of one of their stereoisomers, 
preferably enantiomers or diastereomers, their racemates or in form of a mixture of at 
least two of its stereoisomers, preferably enantiomers or diastereomers, in any 
mixing ratio, or con-esponding salts thereof, or con-esponding solvates. 

Also preferred are compounds of general fomiula (lb) given above, wherein R^^** 
represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted Ci^allphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing Ca^-cycloallphatlc radical, which may be bonded via an optionally 
at least mono-substituted Ci^alkylene group and/or may be condensed with an 
optionally at least mono-substituted mono- or polycydic ring-system, or an optionally 
at least mono-substituted, 5- or 6-membered aryl- or heteroaryl radical, which may be 
bonded via an optionally at least mono-subsfituted Ci.6-all<ylene group and/or may be 
condensed with an optionally at least mono-substituted mono- or polycydic ring- 
system, preferably H, a linear or branched Ci-4-alkyl radical, a cyclohexyl radical or a 
phenyl radical, more preferably H, -CH3, -C2H5 or phenyl, and R^''-R^°^ Ri2b.Ri8b g^^j 
W" have the meaning given above, optionally In fbmi of one of their stereoisomers, 
preferably enantiomers or diastereomers, their racemates or In fomi of a mixture of at 
least two of its stereoisomers, preferably enantiomers or diastereomers. In any 
mixing ratio, or con-esponding salts thereof, or corresponding solvates. 
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Also preferred are compounds of general formula (lb) given above, wherein R"" 
represents an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted Ci^allphatlc radical, a saturated or unsaturated, optionally at least 
mono-substituted, optionally at least one heteroatom as ring member containing Ca^- 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted Ci^-alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-s^tem, or an optionally at least mono- 
substituted, 5- or 6- membered aryl- or heteroaryl radical, which may be bonded via 
an optionally at least mono-substituted. Ci^alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 
preferably represents H, a linear or branched Ci-4-alkyl radical, a cyclohexyl radical 
or a phenyl radical, more preferably H, -CH3. -C2H5 or phenyl, and R^'^-R^^". R^^-ris^ 
and W" have the meaning given above, optionally in fonn of one of their 
stereoisomers, preferably enantiomers or diastereomers, their racemates or in form 
of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Also prefenied are compounds of general formula (lb) given above, wherein R"** and 
R^* are each independently selected from the group consisting of hydrogen, an 
unbranched or branched, saturated or unsaturated, optionally at least mono- 
substituted Ci^aiiphatic radical, a saturated or unsaturated, optionally at least mono- 
substituted, optionally at least one heteroatom as ring member containing C3-8- 
cycloaliphatic radical, which may be bonded via an optionally at least mono- 
substituted Ci^-alkylene group and/or may be condensed with an optionally at least 
mono-substituted mono- or polycyclic ring-system, or an optionally at least mono- 
substituted, 5- or 6-membered aryl- or heteroaryl radical, which may be bonded via 
an optionally at least mono-substituted Ci^-alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 
preferably are each independently selected from the group consisting of H, a linear or 
branched Ci-4-alkyl radical, cyclohexyl and a phenyl radical, more preferably are 
each independently selected from the group consisting of H, -CH3, -C2H5 and phenyl, 
and R^^-R^^, R^^b.^isb j^gy^ meaning given above, optionally in forni of 

one of their stereoisomers, preferably enantiomers or diastereomers, their racemates 
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or in form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 



Also preferred are compounds of general fonmula (lb) given above, wherein R^^'' and 
R^'**' together with the bridging nitrogen atom form a saturated, unsaturated or 
aromatic, 5- or 6-membered heterocyclic ring, which may be at least mono- 
substituted and/or contain at least one further heteroatom as a ring member, 
preferably form an unsubstltuted piperidin or morpholine group, and R^.^'-R^^^, R^^^- 
R^^^ and W** have the meaning given above, optionally in form of one of their 
stereoisomers, preferably enantiomers or diastereomers. their racemates or In form 
of a mixture of at least two of Its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 



Also preferred are compounds of general formula (lb) given above, wherein R''^'' 
represents hydrogen, an unbranched or branched, saturated or unsaturated, 
optionally at least mono-substituted Ci^-aliphatic radical, a saturated or unsaturated, 
optionally at least mono-substituted, optionally at least one heteroatom as ring 
member containing Ca^-cycloaliphatlc radical or an optionally at least mono- 
substituted, 5- or 6- membered aryl- or heteroaryl radical, which may be bonded via 
an optionally at least mono-substituted Ci^-alkylene group and/or may be condensed 
with an optionally at least mono-substituted mono- or polycyclic ring-system, 
preferably represents H. a linear or branched Ci-4-alkyl radical, a cyclohexyl radical 
or a phenyl radical, more preferably represents H, -CH3, -C2H5 or phenyl, and R"^^- 
pi4b^ pi6b_pi8b y^b j^3^g ^1^^ meaning given above, optionally in form of one of 
their stereoisomers, preferably enantiomers or diastereomers, their racemates or In 
form of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or con-esponding salts thereof, or corresponding 
solvates. 
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Also preferred are compounds of general formula (lb) given above, wherein R^®** 
represents an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted aliphatic radical, preferably an unbranched or branched, 
saturated, unsubstituted C1.3 alkyi radical, more preferably a methyl radical, and R^"- 
pi5b^ ,^i7b pi8b gj^^ j^g^e thc mcanlnQ given above, optionally In form of one 
of their stereoisomers, preferably enantiomers or diastereomers, their racemates or 
In form of a mixture of at least two of Its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or corresponding 
solvates. 

Also prefenred are compounds of general fonnula (lb) given above, wherein R^^ 
represents an unbranched or branched, saturated or unsaturated, optionally at least 
mono-substituted aliphatic radical, preferably an unbranched or branched, 
saturated, unsubstituted C1.3 alkyI radical, more preferably a methyl radical, and R""*- 
pi6b^ pi8b gj^jj y^b ^g^Q ^Y^Q meaning given above, optionally In form of one of their 
stereoisomers, preferably enantiomers or diastereomers, their racemates or In form 
of a mixture of at least two of its stereoisomers, preferably enantiomers or 
diastereomers, in any mixing ratio, or corresponding salts thereof, or conresponding 
solvates. 

Also prefenred are compounds of general formula (lb) given above, wherein R''®'* 
represents a phenyl radical, which is optionally at least mono-substituted by a 
aliphatic radical, more preferably a phenyl radical, which is optionally at least mono- 
substituted by a methyl group, and R^'^-R^^" and W" have the meaning given above, 
optionally in form of one of their stereoisomers, preferably enantiomers or 
diastereomers, their racemates or in form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or 
con'esponding salts thereof, or con'esponding solvates. 
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More preferred are compounds of general formula (lb) given above, \Artierein 

R^^, R^^, R^*', R"*^ are each independently selected from the group consisting of a 
hydrogen atom; a fluorine atom; a chlorine atom; a bromine atom; a methyl group 
and a methoxy group; 

R^ represents a hydrogen atom; 

R®^, R^, R®*^, R^^ each represent a hydrogen atom; 

W*^ represents 

an alkyi radical selected from the group consisting of methyl; ethyl; n-propyl; iso- 
propyl; n-butyl; sec.butyl; iso-butyl and tert-butyl; vinyl (CH2=CH-); -N(CH3)2; 1- 
naphthyl; benzyl; 2-naphtyl; phenyl; 2-methyl-phenyl; 3-methyl-phenyl; 4-methyl- 
phenyl; 2-ethyl-phenyl; 3-ethyl-phenyl; 4-ethyl-phenyl; 2-n-propyl-phenyl; 3-n-propyl- 
phenyl; 4-n-propyl-phenyl; 2-isopropyl-phenyl; 3-isopropyl-phenyl; 4-isopropyl-phenyl; 
2-n-butyl-phenyl; 3-n-butyl-phenyl; 4-n-butyl-phenyl; 2-iso-butyl-phenyl; 3-iso-butyl- 
phenyl; 4-lso-butyl-phenyl; 2-tert-butyl-phenyl; 3-tert-butyl-phenyl; 4-tert-butyl-phenyl; 
1,1-dimethylpropyl-phenyl; 2-cyclopentyl-phenyl; 3-cyclopentyl-phenyl; 4-cyclopentyl- 
phenyl 2-cyclohexyl-phenyl; 3-cyclohexyl-phenyl; 4-cyclohexyl-phenyl; 2-methoxy- 
phenyl; 3-methoxy-phenyl; 4-methoxy-phenyl; 2-ethoxy-phenyl; 3-ethoxy-phenyl; 4- 
ethoxy-phenyl; 2-n-propoxy-phenyl; 3-n-propoxy-phenyl; 4-n-propoxy-phenyl; 2-iso- 
propoxy-phenyl; 3-iso-propoxy-phenyl; 4-lsopropoxy-phenyl;2-fluoro-phenyl; 3-fluoro- 
phenyl; 4-fluoro-phenyl; 2-chloro-phenyl; 3-chloro-phenyl; 4-chloro-phenyl; 2-bromo- 
phenyl; 3-bromo-phenyl; 4-bromo-phenyl; 2-trifluoromethyl-phenyl; 3-trifluoromethyl- 
phenyl; 4-trifluoromethyl-phenyl; 2-trlfIuoromethoxy-phenyl; 3-trifluoromethoxy- 
phenyl; 4-trifluoromethoxy-phenyl; 2-carboxy-phenyl; 3-carboxy-phenyl; 4-carboxy- 
phenyl; 2-acetyl-phenyl; 3-acetyl-phenyl; 4-acetyl-phenyl; 2-(C=0)-0-CH3-phenyl; 3- 
(C=0)-0-CH3-phenyl; 4-(C=0)-0-CH3-phenyl; 2-(CH2HCH2HC=0)-0-CH3; 3-(CH2)- 
(CH2)-(C=0)-0-CH3; 4-(CH2HCH2)-(C=0)-0-CH3; 2-cyano-phenyl; 3-cyano-phenyl; 
4-cyano-pheny.l; 2-nitro-phenyl; 3-nitro-phenyl; 4-nitro-phenyl; 4-(4-bromophenoxy)- 
phenyl; 2-methylsulfonyl-phenyl; 3-methylsulfonyl-phenyI; 4-methylsulfonyl-phenyl; 2- 
phenyl-phenyl (biphenyl-2-yl); 3-phenyl-phenyl (blphenyl-3-yl); 4-phenyl-phenyl 



128 



wo 2005/014589 



PCT/EP2004/008507 



(biphenyl-4-yl); 2-phenoxy-phenyl; 3-phenoxy-phenyl; 4-phenoxy-phenyl; 2,4- 
dimethyl-phenyl; 3,4-climethyl-phenyl; 2,4.6-trimethyl-phenyl; 2,3,5,6-tetramethyl- 
phenyl; pentamethyl-phenyl; 2,5-dlmethoxy-phenyl; 3,4-dimethoxy-phenyl; 2,3- 
dichloro-phenyl; 2,4-dichloro-phenyl; 2,5-dichloro-phenyl; 3,4-dichloro-phenyl; 3,5- 
dichloro-phenyl; 2,6-dichloro-phenyl; 2,4-difluoro-phenyl; 3,4-dlfluoro-phenyl; 2,5- 
difluoro-phenyl; 2,6-difluoro-phenyl; 3-chloro-2-fluoro-phenyl; 3-chloro-4-fluoro- 
phenyl; 5-chloro-2-fluoro-phenyl; 2,3,4-trichIoro-phenyl; 2,4,5-trichloro-phenyl; 2,4,6- 
trichloro-phenyl; 2,4,5-trifIuoro-phenyl; 2,3,4-trifIuoro-phenyl-; 2-chloro-4,5-difluoro- 
phenyl; 2rbromo-4rfluoro-phenyl; 2Tbromo-4,6-difluoro-phenyl; 4-chloro-2,5-difluoro- 
phehyl; 5-chloro-2,4-difluoro-phenyl; 4-bromo-2,5-difluoro-phenyl; 5-bromo-2,4- 
difluoro-phenyl; pentafluoro-phenyl; 2,4-dinitro-phenyl; 4-chloro-3-nitro-phenyl; 2- 
methyl-5-nitro-phenyl; 5-bromo-2-methoxy-phenyl; 3-chloro-2-methyl-phenyl; 4- 
bromo-3-methyl-phenyl; 4-chloro-2,5-dimethyl-phenyl; 4-fluoro-3-methyl-phenyl; 5- 
fluoro-2-methyl-phenyl; 2-nitro-4-trifluoromethyl-phenyl; 2-methoxy-4-methyl-phenyl; 
3,5-dichloro-2-hydroxy-phenyl; 3,5-dichloro-4-hydroxy-phenyl; 5-chloro-2,4-difluoro- 
phenyl; 3-chloro-4-(NHHC=0)-CH3-phenyl; 2-chloro-6-methyl-phenyl; 2-chloro-5- 
trifluoromethyl-phenyl; 2-chloro-5-trifluoromethoxy-phenyl; 4-bromo-2- 
trifluoromethoxy-phenyl; 4-bromo-2-trifluoromethyl-phenyl; 4-bromo-3-tiifiuoromethyl- 
phenyl; 3-carboxy-4-fluoro-phenyl; 3-carboxy-4-chloro-6-fluoro-phenyl; 4-methoxy- 
2,3,6-trimethyl-phenyl-; or one of the following groups: 
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CI 
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C(=0)-0CH3 



X X 




Br 



whereby In each case X denotes the position by which the respective substituent W** 
is bonded to the -SO2 group of fomiula (lb). 

optionally In form of one of Its stereoisomers, preferably enantlomers or 
diastereomers, Its racemate or In form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or a 
physiologically acceptable salt thereof, or a solvate, respectively. 
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Most partlculariy preferred are compounds of general formula (lb) selected from the 
following group given in list B: 



List B: 







1 


1-[1-(NaphthalGne-2-SUlfonv!VDiDeridin-4-vn-1 4-HihvHrn-hon-ynrrnri *^lnya-yin O r\ne^ 


2 


1 -fl -(TolUene-4-SUlfOnvl VDiDeridln-4-\/ll-1 ^-rilhwHrrk-hon-yrtMlM '^Inva-yin 0_r\r»i=k 

1 — ' L ' \ 'jr.'^^' »^ iyi/-pi|^d iviii 1-^ yij i i*t-uiiiyciro"DenzoLQj[i ,ojoxazin-^-on© 


3 


1~(1-Ph6nVlmGthaneSUlfOnvi-DlDeridin-4-vh-1 J.«Hih\/Hrru-Kiarvyr*rrnri '^IrkvaVin O-rsmrs 


4 


1 -(1 -Benzenesulfonvl-Dipendin-4-vl)-6-chIoro-1 .4-dihydro-ben2ordiri .31oxa2in-2-one 


5 




6 




7 


6-Chloro-1-[1-(naDhthalene-1-sulfonvl)-DiDeridin-4-yll-1 .4-dihvdro-ben2o[d][1,3]oxa2in-2^ne. 


8 


v-v^i iiwi win v>icipiun<diene-z-suiTunyi;-piperiain-4-yij-i ,4-oinyaro-Den20[a][1 ,3]oxa2in-2-one 


9 


w-v^iiivriu 1 LI wiiuio-o-mmnyi-oenzo[Djiniopnene-^-sulTonyi)-pipen^ 
benzordin ,31oxa2in-2-one 


10 


i_L» A" ^"ouiionyi>-piperiain-4-yij-T ^4<iinydro-Denzo[d][1,3joxazin-2-one 


11 


1 -[1 -(4-Acetyl-ben2enesu[fonvl)-DiDeridin-4-vn-1 .4-dihydro-ben2ordiri .3]oxa2in-2-one 


12 


4, Lt ^Au-*tn L»enzoiaj[i,^ioxazm-i>yi)-pipenaine-1-sutTonyl]-benzonitrile 


13 


1 -[1 -(2.4-Dlmethyl-ben2enesulfonvn-Dlperidin-4-vll-1 .4-dihvdro-benzordiri ,31oxazin-2-one 


14 


' ivieinoxy-DenzenesuiTonyi)-Dipendin-4-yil-1 .4^inydro-benzordiri .31oxa2m-2-one 


15 


1 ti '^*=*H""i<««en-i-yi-einanesuiTonyi>-pipenain-4-ylj-1,4-a 

on© 


16 


8-Methyl-1 -fl -(thioDhene-2-sulfonvn-Diperidin-4-vll-1 .4-dihvdro-benzordiri .3]oxa2in-2-one 


17 


1 Li V** /Aociyi oenzene5uiTonyi/-pipenain-4-ylj-o-methyl-1,4-dihydro-benzo[d][1,3]ox^^ 
one 


18 


^ ivicmyi ^-oxo-4n-Denzo!ain,ojoxa2m-i-yl)-piperidine-1-sulfonyl]-benzonitrile 


19 


1 -[1 -{2.4-Dimethyl-.ben2enesulfonyl)-piperldin-4'-yl]-8-methyl-1 ,4-dihydro- 

wci I^ULUJL 1 iOjUAaiin-iC"One 


20 


1 -[1 -(4-Methoxy-ben2enesulfonyl)-piperidin-4-yl]-8-methyl-1 .4-dihydrD-benzo[dl[1 ,3]oxazin- 


21 


o-ivitsii lyi- 1 -1 1 -^z-napninaien-i -yi-etnanesuiionylj-piperidin^yll-l ,4-dihydro- 
benzofdin ,3]oxazin-2-one 


22 


jH^io::ivieinyi-i£-oxo-4n-Denzoiain.3ioxa2ln-1-vIh^ acid dimethylamide 


23 


2-[4-(2-Oxo-4H-benzord]ri.3loxazin-1-yl)-DiDeridine-1-sulfonyll-ben2oic acid methyl ester 


24 


1 L » 1 rmuorometnyi-Den2enesuiTonyi)-pipendin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxa2in-2- 
one 


25 


^-it-vo-ivieuiyi-z-oxo-4n-Denzo[ajii ,i5joxazm-l-yl)-piperidine-1-sulfonyl]-benzolc acid methyl 
ester 


26 


o ivieinyi- 1 -[ i -v*^*" inuorometnyi-DenzenesulTonyi}-piperldln-4-yl1-1 ,4-dihydro- 
ben2o[dlf1 .3]oxazin-2-one 


27 


1 -1 1 n*^^^iyi-oenzenesuiTonyi;-piperiain-4-yi]-6-chloro-1 ,4-dlhydro-benzo[d][1 ,3]oxazln-2- 


28 


^ L** V9 ^"'«ro-'i-oxo-«tn-Denzoiain.j|oxazin-l-vl)-pipendine-1-sulfonyll-benzonitrile 


29 


6<;hloro-1-[1-(4-methoxy-benzenesulfonyl)ij|perIdin-4-ylJ-1.4<lihydrD-benzo[d]I1,3loxazi^ 
2-one 


30 


2-I4-(6-Chloro-2-oxo-4H-ben2o[d]t1 .3]oxa2in-1-yl)-piperidine-1-sulfonyl]-benzolc acid methyl 
ester 


31 


6-Chloro-1 -[1 -(2,4-dimethyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 .31oxazin-2-one 


32 


6-Chloro-1 -t1 -(3-trifluoromethyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,31oxa2in-2-one 


33 


1 -[1 -{5-ChIoro-3-methyI-ben2o[b]thiophene-2-sulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
ben2ordlf1 .31oxa2in-2-one 


34 


1 -{1 -[4-{4-Bromo-phenoxy)-ben2enesulfonyl]-piperidin-4-yl}-8-methy|.1 ,4-dihydro. 
benzofdin .31oxa2in-2-one 


35 


HH4-Fluoro.ben2enesulfonyl)-pipendin-4-yl]-8.methyl-1.4-dihydro-ben 
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36 


OTvigii lyi 1 t mi i<apninaiene-z-suironyi)-pipenain-4-yiH ,4"dihyQro-benzo[a][1 ,3]oxazin-2"One 


37 


o-ivipuiyi i-\ 1 piienyimetnanesuironyi-piperiain-4-vi)-l,4Kiihyqro*ben20[a1^ 


38 


1 -[1 -(4-Bromo-ben2enesulfonyl)-piperidin-4-yl]-6-chloro-1 ,4-dihydro-benzoId][1 ,3]oxazln-2- 

on© 


39 


6-Chloro-1 -[1 -(4-methanesulfonyl-benzenesulfonyl)-piperldin-4-yl]-1 ,4-dihydro- 


40 


1 1.1 \puicti «?- 1 ;>uirunyi)-pipenain-4-yij-o-cnioro-i ,4-amvaro-benzo|dJ[1 ,31oxazin*2-one 


41 


1 -[1 -{4-Bromo-benzenesulfonyl)-piperidin-4-yl]-8-methy|.1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 


42 


1 -[1 -(4-Methanesulfonyl-benzenesulfonyl)-piperidin-4-yl]-8-methyl-1 .4-dihydro- 


43 


_Ljj^iDu^ne- i-suTOnv»hPipenain-4-vl]-8-metnyl-1 ,4-dihydro-benzo[dl[1 .31oxazin-2-one 


44 


6-cnioro-1 -[1 -(2-nitro-b8nzenesulfonyl)-piperidin-4-ylM ,4-dihydro-benzo[d][1 ,31oxazin-2- 
on© 


45 


6-Chloro-1 -[1 -(3-nitro-benzenesulfonyl>piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 .3]oxazin-2- 

on6 


46 


jj. 1 ^ pipnenyi-H-suiTonvi )-DiDenain-4-vl1-o-cnloro-1 ,4-dihvdro-benzo[diri .31oxazin-2-one 


47 


8-Metnyi-i -[1 -(2-nitro-benzenesulfonyl)-piperidin-4-yl]-1 .4-dihydro-benzo[d][1 ,3]oxa2in-2- 
ori6 


48 


8-MethyH -[1 -(3-nitro-benzenesulfonyl)-plperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
on6 


49 


1 [ 1 \piM'*«nyi-H-buiTonyi^pipenain-4'yii-g-methyl-l.4'dihydro-benzo[d][1.3]oxazin"2 


50 


u ivicuiyi 1 1,1 vH'-nin^uenzenesuiTonyi)-pipenain--4-ylj-1,4^lhy 


51 


'^■"vriv-i Li-\t-iiiuu won^BnesuiTunyi;-pipenain-4-yij-i ,4-oinydro-D6n 
one 


52 


^1 fc-u i«i isi^yjvjiivn lyi ^ipoi luli {"-H- yi/~ 1 iH-xiinyaro-DenzoiQJtj ,ojoxazin-/d-on6 


53 


1~ri "(PrO0an©-1-SUlfOnvlVDiDPririin-4-vll-1 A-rlihuHm KAn^^Mlfi Qli^v'^'yin o 


54 


1 ••ri'"(PrODane'-2-SUlfonv!VDinpririin-4-\/n-1 ^-Hihwrlrn Knri-yrtMIM '2lAv<^-Ti.^ o 

' 1 ■ \' ^ ^Miiwiyif Mipol luiii-H-yij'' 1 ,H'-qinyqrO"Denzo[qj[i ,ojoxazin-^"On 


55 


6'"ChIOrO-1-f1-ethaneSUlfonvl-nlnPriHln-4-vl\-.i A^\Vy\ie\rr\ hkCkn-rr^XAIXA Qly%xj''>->:>% O 

"v'l w 1 \ i-v>uicaiipouiimiyi H'MPMuiii-H"yi/" 1 ,^f*qtnyQro~DenzoLOj[ 1 ,ojoxazin-^-onG 


56 


6-Chloro-1 -[1 -(prooane-l -sulfonvl)-Diperidin-4-vll-1 .4-dihvdro-benzofd1f 1 .31oxazin-2-one 


57 


v> wiimiij 1 |_i \Mrupcine-^-suiTonvij-pipenain-4-yiH ,4-dinvaro-benzo[dj[1,3loxaz!n-2-one 


58 


V 1 i»nquinoiine-o-suiTonyij-pipenqin-^ylj-l,4Kiinvdro-benzotdl[1,31oxazin-2-one 


59 


1 -[1 -{4«NitrO'"benzenesulfonvl)-DiDeridln-4-vn-1 .4-dihydro-benzo[d][1 .31oxazin-2-one 


60 


v-iviouiyi 1 1 1 vtiuinoiine-o-suiTonvi}-Dipenain-4-yiM .4-dihydro-benzord]ri.3]oxazm-2-on© 


61 


u-ivitsii lyi- 1 "L I -^^-napninaien'-i -yi-einanesuifonyl)-piperidin-4-yi]-1 ,4-dihydro- 

benzofdin 31oyfl7in-.9.nnA 


62 


6-Methyl-1 -[1 -(toluene-4-sulfonvl)-DiDeridin-4-vll-1 .4-dihydro-benzo[d][1 .31oxazin-2-one 


63 


1 L i -v*»-r luui u-u6n2enesuiTonyi;-piperiain-4-yij-6-methyl-l t4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


64 


o-mcuiyi 1 Li-tnapninaiene-i-suitonylhpipenain-4-vl1-1 ,4-dihydro-benzord][1 ,3]oxazin-2-one 


65 


o-mcmyi- 1-\ i-inapninaiene-^-suiTonyl)-piperidin-4-vll-1 ,4-dihydro-benzord][1 .31oxazin-2-one 


66 


1 -11 -(5-Chloro-3-methyl-benzo[b]thiophene-2-sulfonyl)-piperidin-4-yl].6-methyl-1 ,4-dihydro- 


67 


6-Methyl-1 -[1 -(4-nitro-benzenesulfonyl)-piperidin-4-yl]-1 .4-dlhydro-benzo[d][1 ,3]oxazin-2- 


68 


1 -(1 -Benzenesulfonvl-Dipendin-4-vl)-6-methvl-1 .4-dihydro-benzordlf1 .31oxazin-2-one 


69 


1 1 1 v**^v^niaro-o-niiro-DenzenesuiTOnyl)-pipendin-4-yl]-6-nriethyl-1 ,4-dihydro- 
benzo[d][1 .3]oxa2in-2-one 


70 


I "i 1 1 minyiamino-napninaiene-1 -suiTonyi}-pipertdin-4-ylj-6-methyl-1 ,4-dihvdro- 
benzoWlf 1 .31oxazin-2-one 


71 


1 11 v** ^>"Oio-^niffo-DenzenesuiTonyij-piperiain-4-ylj-8-nr)ethyl-1,4-dihydro- 
benzofdin .31oxazin-2-one 


72 


1 1. in'*~n<o»o-o-niiro-DenzenesuiTonyi)-piperiain-4-ylj-l ,4-dmydro-benzo[d][1 ,3]oxazin-2- 
on© 


73 


6-Chloro-1 -[1 -{4-chIoro-3-nitro-b©nzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
b©n2ofdiri ,3]oxazin-2-one 


74 


6-Ch!oro-1 -[1 -(5Hdimethylamino-naphthalene-1 -sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
b©n2ordiri .31oxazin-2-one 
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75 


i-[iH4-Metnoxy-2,3.6-trimethyl-benzenesulfonyl)-piperidin-4-yll-1,4-clihyclro- 
benzofdlfl .31oxazin-2-one 


76 


1 -[1 -(4-Methoxy-2.3,6-tnmethyl-benzenesulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzofdlh i31oxazin-2-one 


77 


6-Chloro-1 .[1 -(4-methoxy-2.3,6-trimethyl-benzenesulfonyl)-piperldin-4-yll-1 ,4-dlhydro- 

benzofdln ,31oxazin-2-one 


78 


1-[1-{4-Methoxy-2,3.6-trimethyl-benzen 
benzo[a][1 ,3]oxazin-2-one 


79 


1 -[1 -(2-Bromo-benzenesulfonyl)-piDeridin-4-vl1-1 .4-dihydro-benzofdiri .31oxazin-2-one 


80 


i-lMz-Bromo-Denzenesulfonyl)-p!peridirHl-yl]-8-methyl-1,4Klihydro-^ 


81 


1 -[1 -(2-Bromo-benzenesulfonyl)-plperidin-4-yl]-6-chloro-1 .4-dihydro-benzo[d][1 .3]oxazin-2- 

Ofl© 


82 


1 -1 1 -^^-Bromo-Denzenesulfonyl)-pipendin-4-yl]-6-methyl-1 .4-dihydro-benzo[d][1 .3]oxazin-2- 
one 


83 


6-Chloro-1-[1-(2,3Hiichloro-ben2enesulfonyl)-piperidin-4-yl].1,4^ 
2-one 


84 


1 -[1 ••(2.3-Dichloro-benzenesulfonyl)-piperidin-4-yll-6-methyl-1 .4-dihydro- 
Denzoidlll .3ioxazin-2-one 


85 


JLrIH2^,5-Trichloro-benzenesulfon^ 


86 


8-Methyl-l -[1 -(2,4.5-tnchloro-benzenesulfonyl)-piperidia-4-ylM ,4-dihydro- 
benzo[dlf1 .3]oxazin-2-one 


87 


o-ohloro-1 -11 -(^.4,5-trichloro-ben2enesulfonyl)-piperldln-4-yl]-1 ,4-dihydro- 
benzordin .3]oxa2in-2-one 


88 


b-Methyl-i -li "(;i.4.b-.trlcnioro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[diri .3]oxazin-2«one 


89 


1 -L 1 no-oromo-ii-metnoxy-ben2enesulfonyl).plperidin-4-yl]-l .4-dihydro-benzo[d][1 ,3]oxa2in- 


90 


1 -[1 -{5-Bromo-2-methoxy-benzenesulfonyl)-piperidin-4-yll.8-methyl-1 ,4-dihydro- 
oenzoLajLi ,o]oxazin-2-one 


91 


1 -[1 K5-Bromo-2-methoxy--benzenesulfonyl)-piperidin-4-yl]-6-chloro-1 ,4-dihydro- 
oenzoLajLi ,oioxazin-2-one 


92 


1 -[1 •<5-Bromo-2-methoxy-benzenesulfonyl)-piperidin-4-yll-6Hrnethyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 


93 


JJ1^(2,5-Dimethoxv-benzenesulfonvlVpiDeridin-4-vll-1.4-dihvdro-benzoM 


94 


1 -[1 -(2,5-Dlmethoxy-benzenesulfonyl)-piperidin-4-yl]-8-methyl-1 ,4Klihydro- 
Denzoidl[l .3]oxazin-2-one 


95 


6-Chloro-1 -[1 -(2,5-dimethoxy-benzenesulfonyl)-piperidin-4-yl]-1 .4-dihydro- 
Denzoidin .31oxazin-2-one 


96 


1 -[1 -(2.5-Dimethoxy-benzenesulfonyl)-piperidin-4-yl]-6-methyf-1 ,4-dihydro- 
DenzoidlLl .3ioxazin-2-one 


97 


Jr(1^entamethylben2enesulfonvl-DiDeridin-4-vl)-1 .4-dihydro-benzordiri ^ 


98 


8-Meihyl-l -(1 -pentamethylben2enesulfonyl-piperidin-4-yl)-1 ,4-dihydro-benzordiri ,3]oxazin- 
2-one 


99 


rone"™'^ ■t^-Pentametnylbenzenesulfonyl-piperidin-4-yl)-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 


100 


D-ivieinyi-1 -\^ -pentamethylbenzenesulfonyl-piperidin-4-yl)-1 .4-dihydro-benzo[d][1 .3]oxazin- 


101 


1 -I i-L^-^z,^,^- 1 ritiuoro-acetyl)-1 ,2,3,4-tetrahydro-isoquinoline-7-sulfonyll-pipei1din-4-yl}-1 .4- 
dihydro-benzordiri.31oxazin-2-one 


102 


o-Metnyi-1 ^1 -[2-(2.2,2-trifluoro-acetyl)-1 ,2,3,4-tetrahydro-isoquinoline-7-sulfonyl]-piperidin- 
4-yD-1 .4-dihvdro-benzordiri .31oxazin-2-one 


103 


o-unioro-i -ti -i^-(2.2,2-trtfluoro-acetyl)-1 ,2,3.4-tetrahydro-isoquinoline-7-sulfonyl]-piperidin- 
4-yl}-1 .4-dihydro-benzordiri .31oxazin-2-one 


104 


f'^f!,'^^''J.:^'':'^"<^'^'2"*^'^"°''°"^^*y'>-'''2.3.4-tetrahydro^soquiTO 
4-yl)-1 .4-dihydro-benzord][1 .31oxazin-2-one 


105 


1 -[1 -(2-Methyl-5-nitro-benzenesulfonyl)-piperidln-4-yl]-1 ,4-dihydro-benzordiri .31oxazin-2- 
one 


106 


8-MethyI-1 -[1 -{2-methyl-5-nitro-ben2enesulfonyl)-piperidin-4-yl1-1 .4-dihvdro- 
benzofdin .31oxazln-2-one 
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107 


o-^^niaru- i-ii-^^-metnyi-o-nitro-benzenesu fony^)-piperidin-4-yl]-1 ,4-dihvdro- 
benzor<nri.31oxaz!n-2-one ^ 


108 


o-ivieinyi«i -l-i-nrieinyi-t>-nitro-ben2enesulfonyl)-pipendin-4-yl]-1 .4-dihydro- 
benzo[d][1 ,31oxa2in-2-one 


109 


1- i 1 -\H Dromo-^,o-amuoro-Denzenesulfonyl>-pipendin-4-yl]-1 ,4-dthydro-benzo[d][1 ,3]oxazin- 

2- one 


110 


1 -[ 1 -\^-Dromo-z,o-amuoro-Denzenesulfonyl)-pipendiiv4-yl]-8-methyl-1 ,4-dihydro- 
benzo[d]ri .31oxazin-2-one 


111 


1 -1 1 n^-Dromo-z,D-aiTiuoro-Denzenesulfonyl)-pipendin-4-yl]-6-chloro-1 ,4-dihydro- 
benzo[d][1 ,31oxazin-2-one 


112 


1 -1 1 -v**"D'^o^O"^i5>-amuoro-Denzenesulfonyl)-plpendin-4-yI]-6-methyl-1 ,4-dihydro- 
benzo[d1[1 ,31oxazirv-2-one 


113 


1 -[T -\4'unioro-i^,D-aimetnyi-Denzenesulfonyl)--pipendin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,31oxa2in-2-one 


114 


1 -LI -(4-unior9-^,t>K3imetnyl-Denzenesulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[d][1 .3]oxazin-2-one 


115 


o-unioro- 1 -11 -i^-cnioro-ii,5-aimetnyl-Denzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
penzoiajL i ,ojoxazin~^-on6 


116 


1 -[1 -{4-Chloro-2.5-dimethyl-ben2enesulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
uei i^oiujL 1 ,ojoxazin-z-onG 


117 


1 -[1 -(4-Methoxy-ben2enesulfonyl)-piperldln-4-yl]-6-methyl-1 .4-dlhydro-benzo[d][1 ,31oxazin- 


118 


1 -[1 -(4-lsoproDvl-benzenesulfonvl)-Dlperidin-4-vll-1 .4-dihvdro-benzordiri ,3]oxazin-2-one 


119 


1 -11 n^-isopropyi-DenzenesulTonyl)-pipendin-4-yl]-8-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


120 


o-onioro-1 -11 -(4-isopropyi-Denzenesuifonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


121 


1 "11 -v^isopropyi-DenzenesuiTonyl)-pipendin-4-yi]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


122 


1 -11 -V'^unioro-4-Tiuoro-Denzenesulfonyi)-pipendin-4-yl]-1 ,4-dihydro-benzo[dl[1 ,31oxazin-2- 
one 


123 


1 -[1 -w-^nioro-4-Tiuoro-DenzenesulTonyi)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzoWin ,31oxazin-2-one 


124 


D-unioro-1 -[1 -io-cnioro-4-Tiuoro-Denzenesurfonyi)-piperidin-4-yl]-1 ,4-dihydro- 
benzofdiri ,3]oxazin-2-one 


125 


1 -LI 'V'>~^nioro-4-riuoro-DenzenesulTonyl}-piperidii>4-yl]-6-methyl-1 ,4-dihydro- 
benzordl[1 ,31oxazin-2-one 


126 


i-l i-i^Dromo-Denzenesuironyl)-pjpendin-4-yl]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


127 


D-Memyi-i -ii-(J-nitro-Denzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


128 


D-ivieinyi-1 -[i -(o-trir luorometnyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 

ueililULUjL 1 iOJUAaZin-^~On6 


129 


I L i • nTiuoromeinoxy-DenzenesuiTonyl)-pipendin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
ona 


130 


1 -[1 -(2-Nitro-4-trifluoromethyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzoFdin 31nya7in-9-nno 


131 


1 -[1 -(3-Fluoro-benzenesulfonvn-DiDeridin-4-vll-1 .4-dihvdro-benzordiri .31oxazin-2-one 


132 


1 11 v^.H i-'icniorcHDenzenesuiTonvihPiperiain-4-yl]-l,4-ainydro-benzo[dj[1,31oxazin-2^ 


133 


1 -[1 -(2.4.6-Tnmethvl-benzenesulfonvl)-piperidin-4-yl]-1 .4-dihvdro-benzo[diri .31oxazin-2-one 


134 


1-li-^ii- 1 nnuorometnyi-DenzenesulTonyl}-plpendin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


135 


o-iviemyi- I-l i-^^-irmuorometnoxy-Denzenesulfonyl)-pipendin-4-yI]-1 ,4-dihydro- 
benzo[dl[1 ,3]oxazin-2-one 


136 


8-Methyl-1 -[1 -(2-nitrO-4-triflLIOrometh\/l-henr^npfc^i ilfnn\/l\.ninoriHin..A.\/l1.i A-filV\\tArr%- 

benzotdin .3]oxazin-2-one 


137 


1 -[1 -(3-Fluoro-benzenesulfonyl)-piperidin-4-yl]-8-methy|.1 ,4-dlhydro-benzoId][1 ,3]oxazin-2- 
one 


138 


1 -[1 -(2,4-Dichloro-benzenesuIfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzofdin .3]oxazln-2-one 
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139 


b-Meth5^-i-l1-(^.4.b-tnmethyl-benzenesulfonyl)-piperidin-4-yl].1,4<l 
benzordin .31oxazin-2-one 


140 

141 
142 


i-l i-i4-bromo-DenzenesulfonvlVDioeririin_4-\/ii_i /i^iht/Wm K<%»-.»r^ir4 ^i. !_ «" 


143 

144 

145 
146 


1 r* /o Ki t — ° "'^"■■m iyirMitJ«nQin-*t-vi i-i .4-ainvaro-benzoidl[1 .3ioxazin-2-one 

" -l-^'^'^o-PenzenesulTonvl lperiHin-/Lvi1.i .4-dihvdro-benzordiri ,3 oiazin-2-nnA 

1-[1-(3-Methoxv-benzenesuIfonvlVnln#ariHin-A-\/n_i a aw^xmA^^ u^^^^r^ir^ *m . « 

1- H^-iMixro-DenzenesulfonYl)-plperidin-4-yll-1 .4-dihvdro-benzordK1 .31oxazin-2-one 


147 
148 

149 


^ ,^ p ^ — ii ic-^t ouiiunyij pipenQin-^Yij-i,4-oinvaro-Denzo[d][1,31oxa2m-2'One 
1- l-benzenesuiTonyi-piperidin-4-vl)-8-methvl-1 .4-dihvdro-benzordiri .31oxa2in-2-one 


150 


1 -[1 -(2 Apimethyl-benzenesulfonyl)-piperidin-4-yl]-6-methyl-1 .4-dihydro- 
benzofdin ,3]oxazin-2-one 


151 
152 


HI -[4-(4-B^omo-phenoxy)-ben2enesulfonyl^pipe^idin-4-yl}-6-m ,4-dihydro- 
benzo[dli1.31oxazin-2-one 

6-Methyl-1 -f1 -(thiophene-2-sulfbnvl Vplperidin-4-vn-1 .4-dihvdro-benzordiri .310x3210-2-00^ 


153 

154 

155 
156 
157 


1 -[1 -(Toiuene-3-sulfonvl)-piperidin-4-vn-1 ■4-dihvdro-benzordiri .31oxazln-2-one 
i-lHO-^iuoro-2-methyl-benzenesulfonyl)-piperidin-4-ylH.4-dihydro-benzotd][1.3]oxazin-2- 

1-[1-(4-lsopropoxy-benzenesulfonvn-piperidin-4-vl1-1.4-HihvHrn-h^n^nrHiri .31oxa2in-2-one 
A TA jk r^. T — '^^"^^"'"^"y/ M'Mciivj»i-«»-yH- 1 y^-qinyQro-Denzo[a||i .3]oxazin-2-one 


158 
159 

160 


1 -p -(3,4.Dimethoxy-ben2enesulfonvn-piperidin.4-vll-l ,4-dihydro-benzordiri .31oxazin-2^ne 

^ ; , .. — jJipcriqin-^-vD-'i ,4-ainyaro-Denzordiri .31oxazin-2-one 

8-Methyi-i-[i-(toluene-3-sulfonvl>-piperidin-4-vn-l .4-dihvdro-ben2ordiri .31oxazln-2-one 

I X wv/iw «. iii«;uiyi Litsfi^enesuiTonyi;-piperiairW(--yij-8-metnyl-1,4H]ihydrobenzoM^ 
oxazin-2-on© i. ji » j 


161 


V ''^p'^pv^^y ^''^^■■^^u"o^yi^pipenain-4-yij-^-metnyl-l,4-dih 31 
oxazin-2-one i ji. » j 


162 


1-[1-(3-Chloro4)enzenesuIfonyl)-piperldin-4-yl]-8-methyl-1,4-dihydro-benzord]ri.3loxazin-2- 


163 


oxazin 21^16^*^°'^"''^"^^"^*"'^°"^^''*'''®"^'"^^ 


164 
165 


o-Metnyi-1 -(1 -pentafluorobenzenesulfonyl-piperidin-4-yl)-1 .4-dihydro-ben2o[d][1 ,3]oxazin-2- 
6-MethYl-1-fl-(toluene-3-sulfonyl)-piperidin-4-vl1-1 .4-dihvdro-benzordiri .31oxa2in-2-one 


166 


u ^ • ^""'*'"'y™®"^®"®suiTuny^ ,4-dihydro- 
ben2ordiri.31oxazin-2-one 


167 


il ' ^"^ J^r"!^^' ^'H^'^y-wci i^ci it3;>uirunyi;-piperiain-4-yij-6-methyl-1 ,4-dihydro- 
benzofdin .31oxa2in-2-one 


168 


i X "v» v» woi 1^01 ieouiiunyi;-pipenain-4-yij-o-metnyl-l ,4-dinydro-benzo[d][1 ,3]oxazln-2- 


169 


il ' ^..T'lV^" iv^y-woi loduiiui iyi;-pipenain-4-yij-b-methyl-1 ,4-dihydro- 
benzofdin .31oxazin-2-one 


170 


6-M6thy|'"1 -{1 -D6ntaflUOrobenZ6npc%lllfnn\/l.ninArirlin A \A\ H A AXV^^.^^^ u rjir^ m : 

^ ►^''"^^"""'^"*="^®'^®suiTonyi-piperiain-4-yl)-l,4-dihydro-benzo[d][^ 


171 


6-Methyl-1 -[1 -^4-trifluoromethoxv-ben7Anpciiifrinwi\-rkirkAf-ii4tn_>f a a m 1 ■ 

. rj,r^ ^ ^'■'^"'"'^y ^'«"^ent3suHanyiHpipenain-4^ 

benzordin, 31oxa2in-2-one ^ 


172 


6-M6thvl*1 ~ri -f2~nitrQ-4-trifltinrQfn<afh\/l-Kon'yQnQc»iiMV\r^*ii\ w^\^^^^' a ^ ^ . 
u riirJ '"""^""*""'""««w"y«-oenzenesuiTonyi}-pipend n-4-y^M,4-dlhydro- 
benzordlr1,3loxazin-2-one i.t-uniyuiu 


173 




174 


1 -[1 -(2,4-pichloro.ben2enesulfonyl)-piperidin-4-yl]^ .4-dihydro. 
benzofdin .3]oxazin-2-one 


175 
176 


6-Methyl-1-|[H2.4.6-trm 

benzordin .31oxazln-2^ne ^ 

6dV!ethyt^^ -| 
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benzofdUl .3]oxazin-2-one 


177 


1 -[1 -(3-Methoxy-benzenesulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


178 


o-Meinyi-1 -ii -v^-nitro-Den2enesuJfonyl)-pipendin-4-yl]-1 .4-clihydro-benzo[d][1 ,3]oxa2in-2- 

Ul IC 


179 


1 -[1 -(4-Acetyl-benzenesulfonyl)-piperldin-4.yl]-6-methyl-1 .4-dihydro-benzo[d][1 ,3]oxazin-2- 


180 


1 -11 -(4-Methanesulfonyl-benzenesulfonyl)-plperidin-4-yll-6-methyl-1 ,4-dihydro- 

DenzoiajtJ jOjoxaziri'-^-one 


181 


6-Methyl-1 -(1 -phenvlmethanesulfonvl-DiDeridin-4-vl)-1 .4-dihvdro-benzo[d][1 .31oxazin-2-one 


182 


z-L^-^D-ivieinyi-^-oxo-4M-Denzo[d][1 ,3]oxazin-1-yl)-piperidine-1-sulfonyl]benzoic acid methyl 
ester 


183 


o-iviemyi-i -[t -l^-oxo-^i-i-chromene-6-sulfonyl)-plpendin-4-yl]-1 ,4-dihydro- 
benzo[dl[1 .3]oxazin-2-one 


184 


6-Chloro7l -[1 -(4-fluorp-benzenesulf onyl)-pip.eridin-4-yl]-1 .4Hdihydrorbenzo[d][1 ,31oxaz!n-2- 
one 


185 


6-Chloro-1 -[1 "{3,5-dichloro-benzenesulfonyl)-piperidin-4-yl]-1 .4-dihydro-benzo[dl[1 ,3]oxazin- 
z-one 


186 


1 -{1 -[4-(4-Bromo-phenoxy)-benzenesulfonyl]-piperidin-4-yl}-6-chloro-1 ,4-dihydro- 
DenzoLQjL 1 ,ojoxazin-2-one 


1 fk.7 
\ Of 


o-onioro-1 -n -(inioDnene-^-sulfonyl)-DiDeridin-4-yll-1 ,4-dihydro-benzo[d]ri .3]oxazin-2-one 


188 


6-Chloro-1 -[1 -(3-methoxy-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-ben2o[d][1 ,3]oxazln- 
^-on© 


189 


6-Chloro-1-[1-{2-oxo-2H-chromene-6-sulfonyl)-piperidin-4-yl]-1,4<lihydro- 

DenzuLajl I flOjoxazin-^-one 


190 


6-Chloro-1 -[1 -(toluene-3-sulfonvl>-Diperidin-4-vll-1 .4-dihydro-benzo[diri .3]oxazin-2-one 


191 


D-v^nioro-n -it>-Tiuoro-z-methyl-benzenesulfonyl)-pipendm-4-yl]-1 ,4-dihydro- 
benzoMin .3]oxazin-2-one 


192 


6-Chloro-1 -[1 -(4-isopropoxy-benzenesulfonyi)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3] 

oxazin-2-one 


193 


o-onioro-i -ti -(^-cnioro-Denzenesulfonyl)-piperidin-4-yl]-1 ,4-dthydro-benzo[d][1 ,3]oxazin-2- 
one 


194 


b-unioro-1 -[1 -(3,4-dimethoxy-benzenesulfonyl)-pipendin-4-yl]-1 ,4-dihydro- 
benzofdin .3]oxazin-2-one 


195 


6-Chloro-1 -(1 -pentafluorobenzenesulfonyl-piperidin-4-yl)-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


196 


6-Chloro-1 -[1 -(4-trifluoromethoxy-benzenesulfonyl)-plperidin-4-yl]-1 ,4-dihydro- 
benzofdin ,3]oxazln-2-one 


197 


D-unioro-i -('4^-nitro-4-trifluoromethyl-benzenesulfonyl)-plperidin-4-yl]-1 ,4Hlihydro- 
benzordin .31oxazin-2-one 


198 


6-Chloro-1 -[1 -(3-fluoro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


199 


D-onioro-i -n -l^.4-dichloro-benzenesulfonyl)-pipendin-4-yl]-1 ,4-dihydro-benzo[dl[1 .3]oxazin- 
2-one 


200 


D-onioro-i -[1 -ii^,4,D-trimetnyl-Denzenesulfonyi)-piperidin-4-yl]-1 ,4-dihydro- 
udi^uLuji 1 ,ojoxazin-z-one 


201 


6-Chloro-1 -[1 -{2-trifluoromethyi-benzenesulfonyl)-piperldin-4-yl]-1 ,4-dihydro- 

uci iz.u[uj[ 1 (OjuAcizin-^-one 


209 


1 1 1 -\z-i^xo-zM-cnromene-o-sulTonvl)-piperidin-4-yl]-1 .4-dihydro-benzo[diri'.3]oxazin-2-one 




1 1 1 no.o-uicnioro-DenzenesulTonvI ;-pipendin-4-ylj-1 .4-dihydro-benzordiri ,3]oxazin-2-one 


204 


1 -[1 -(2.5-Dichloro-benzenesulfonvlVpiperidin-4-vll-1 .4-dihvdro-benzordiri .3]oxazin-2-one 


205 


1 -11 •^o-uromo-u-cnioro-pyridine-3-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 




i-ii-i^-\^nioro-Denzenesuitonyi)-piperidln-4-vll-1 .4-dihydro-benzord1[1.31oxazln-2-one 


207 


1-[1-(2,6-Dichloro-benz6nesutfonvlVDiDeriHin-^-vn.i 4^ih\/Hrrk-hon7rirHiri '^i^wo-yin o 


208 


8-Methyl-1 -[1 -(2-oxo-2H-chromene-6-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzofdiri .31oxazin-2-one 


209 


1 -[1 -{3,5-Dichloro-benzenesulfonyl)-piperidin-4-yl]-8-methyl-1 .4-dihydro- 
benzofdin .31oxa2in-2-one 


210 


1 -[1 "(2.5-Dichloro-benzenesulfonvl)-piperidin-4-yll-8-methvl-1 .4-dihvdro- 
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benzo[dI[1 ,3]oxazin-2-one 


211 


1 -[1 -(5-Bromo-6-Ghloro-pyridine-3-sulfonyl)-piperidin-4-yll-8-methyl-1 .4^ihydro- 
uenzoiujii ,ojoxazin-^-on6 


212 


1 -[1 -(4-Chloro-benzenesulfonyl)-pipericlin-4-yl]-8-methyl-1 .4-dihydro-benzo[d][1 ,3]oxazin-2- 


213 


1 -[1 -(2.6-Dichloro-benzenesulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
uenzoiajn ,^ioxazin-jt-one 


214 


1 -[1 -{Biphenyl-4-sutfonvl)-DiDeridln-4-yn.1 .4-dlhYdro-benzordiri .31oxazin-2-one 


215 


6-Chloro-1 -[1 -(2.5-dichloro-benzenesu!fonyl)-piperidin-4-yl]-1 ,4-dlhydro-benzo[d][1 .3]oxazin- 
2-one 


216 


1 -[1 -(5-Bromo-6-chloro-pyridine-a-suIfonyl)-piperidln-4-yl]-6-chloro-1 ,4-dihydro- 
oenzoiajL 1 ^ojoxazin-^-one 


217 


b-onioro-i -[1 -(4-cnioro-Denzenesulronyl)-piperldin-4*yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


218 


D-onioro-1 -11 -tiS,o-aicnipro-benzenesulfonyl)-piperidin-4-yl]-1 .4-dihydro-benzo[d][1 ,3]oxazin- 

2-one 




1 -LI 4Dipnenyl-4-suffonvi)-DiDeridin-4-vll-6-methvl-1 .4-dihydro-benzordiri ,3]oxazin-2-one 


220 


2-[4-{6-Methyl-2-oxo-4H-benzordiri .3loxazin-1 -yl)-piperidine-1 -sulfonvll-benzonftrile 


221 


1 -[1 -(2,5-Dichloro-benzenesulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzoWin .3]oxazln-2-one 


222 


1 -[1 -(5-Bromo-6-ch!oro-pyridine-3-sulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzofdin .31oxazin-2-one 


223 


1 -[1 -(4-Chloro-benzenesulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


224 


1 -Li -iz,o-uicnioro-Denzenesuironyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzordin ,3]oxazin-2-one 


225 


1 -[1 -(3,5-Dichloro-benzenesulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzo[dl[1 ,31oxazin-2-one 


226 


o-ivieinyi-1 -[i -(i -methyi-1 H-imidazole-4-sulfonyl)-piperidin-4-yr|-1 ,4*dihydro- 
benzoFdin .3]oxazin-2-one 


227 


1 -[1 -(5-Bromo-2,4-difluoro-benzenesulfonyl)-piperldln-4-yl]^-methyl-1 ,4-dihydro- 
benzoMin .31oxazin-2-one 


228 


1 -[1 -(4-Methanesulfonyl-benzenesulfonyl)-piperldin-4-yl]-1 .4-dihydro-benzo[d]ri ,3]oxazin-2- 
one 


229 


1-[1 -{1-Methyl-1 H-imidazole-4-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,31oxazm-2- 

ORG 


230 


1- l i-^o-Dromo-ii,^-aiTiuoro-Denzenesulfonyl)-piper!din-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 

2- one 


231 


1 -11 -vD-onioro-imiaazoik:, i -Djtniazoie-5-sulfonyl}-piperldin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,31oxazin-2-one 




1 -[1 -(4-Ethyl-benzenesulfonvl)-piperldin-4-yll-1 .4-dihydro-benzordiri .31oxazin-2-one 


233 


1-[1-(BenzorblthiODhene-3-sulfonvl)-Diperidin-4-vll-1.4-dihydro-benzo[diri,3loxazin-2-^ 


234 


1 -[1 -(b-t;nioro-imidazo[2, 1 -b]thiazole-5-sulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[diri .31oxazin-2-one 


235 


1 -[1 -(4-Ethyl-benzenesulfonyl)-piperldin-4-yl]-8-methyl-1 ,4-dlhydro-ben 
one 


236 


1 -[1 -(Benzo[b]thiophene-3-sulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[diri .3]oxazin-2-one 


237 


D-onioro-1 -[1 H^cnioro-imidazo[2,1-b]thiazole-5-sulfonyl)-pipendin-4-yl]-1 ,4-dihydro- 
benzofdin .31oxazin-2-one 


238 


6-Chloro-1-[1-(4-ethyl-benzenesulfonyl)-piperidin-4-yl]-1.4-dihydro-benzo[d][1,3] 
one 


239 


1 -[1 •KBenzo[b]thiophene-3-sulfonyl)-piperidin-4-yl]-6-chloro-1 .4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


240 


1 ii^w wi iiwi w-iiiiiuci^u|^^, 1 ujii iici^uie~s>-buiiunyi^-pipenuin-4-yij-u-iTie 
benzofdin ,31oxazin-2-one 


241 


1 -[1 -(4-Ethy|.benzenesulfonyl)-piperidin-4-yl]^methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


242 


1 -[1 -(Benzo[b]thiophene-3-sulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzo[d][1 .31oxazjn-2-one 
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243 


1 -[H7<:hloro.benzo[1 .2.6]oxadiazole-4-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzordlf1.3]oxa2in-2-one ^ 


244 




245 
246 


^ethi^^^^ .3]oxazin-1 -yl)-piperidine-1.sulfonyll.phenyl}-propionic add 


247 


1>[H2,4-Dinitro^benzenesuifonyl)-piper!din-4-vn-1 .4-dihvdro-benzordlf1 .31oxazm-2-one 
benzofdin 3jQ^|,^ 2-one ,4-dihydro- 


248 


benzo[d][1,31oxazin-2-one 


249 


3-{4-r4-{8-MethvI-2-oxo-4H-h^n7rirrnfi '%irkvo*9in a ^x^^^x^^x^^ a ix — « — r ;i ; — : — 

add methyl ester .^Joxazin-1 -yl)-pipendine-1 -sulfonyl]-phenyl}-propionlc 


250 


2-one <^e» 'e5>uiTonyi;-pipenain-4-ylj-8-methy!-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 


251 


1 I vf -^-^i iiui u-ueii^ui 1 »^.ojoxaaiazoie-4-suiTonyi;-piperldin-4-yl]-6-methyl-1 ,4-dihvdro- 
benzordiri.31oxazirv2-one ' 


252 


il ' ^**r^^r!^^«^"^^'^''' ' 'y'""*" "^enesuiTonyi^-pipenain-A-yij-e-methyl-l ,4-dihydro- 
benzofdin ,31oxazin-2-one 


253 


acid methvi es^^^^^ »3]oxazin-i -yihpipendfne-1 -suit onyl]-phenyl}-propionic 


254 


2 one"*"' <o5>uiiunyi;-pipenain-4-yij-t>-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 


255 


u rJirJ i, ^'"^'""*"'''®"^°ni^»ojoxaaiazoie-4-sulTonyi)-piperldln-4-ylM 
benzofdin, 3]oxazin-2-one 


256 


I. r'T.rJ i, v^'"'^"'"^y"^f"®i"yi"TOnzenesuiTonyi)-pipendin-4-yl 
benzofdin ,31oxazin-2-one 


257 


acid meth^ .ojoxazin-i -yi)-piperidine-1 -sulfonyl]-plienyl}-proplonlc 


258 


w w.„w.%^ , i«-\^it-uiinuu-ueriienesuiTonyi;-piperiain-4-yl]-l,4-dihydro-benzo[d][1,3]oxazln-2- 
one 


259 


6"ChlorO-1 -fl ~l 1 -ITIf*tlT\/l-1l-lIimlr^ jT M — r 

w w...vr.w , I, iiicsuiyi in-iiiiiaazoie-^-suiTonyi;-piperidin-4-yll-1,4-dihydro- 
benzofdlfl .31oxazin-2-one 


260 


■ I v*^o' "M iu-^,H^-auiuor(>DenzenesuiTonj^)-pipendirv4-yl]-6^^ ,4-dihydro- 
benzordiri.31oxazin-2-one 


261 


8-Methyl-1.[1-{i-methyl-1H-imldazole-4^ulfonyl)-piperidirHl-yl]-1.4<lihy 
benzofdin .3]oxazin-2-one ' 


262 


1-[1-(5-Bromo-2,4KJffluoro-benzenesulfonyl)-piperidin-4-yl]-8-m 
Denzofd1f1.3ioxa2^n-2-one 


263 
264 


1-[1-(Benzo[b]thiophene-2-sulfonyl)-piperidin-4-yll-8-methyl-1.4-dihvdro- 
benzordiri.31oxazin-2-one 


265 


1-[1-(Benzofb1thiophene-2-sulfonvl)-DiDerldin-4-vn-1.4-dihvdro-b6n7orrilfl .31oxazin-2-one 
2^0^^'^°^''^'°''*^"^'^"®"'^°"^^'^''^®""^'""^'^^'®^'°'^'''^^ 


266 
267 


2"'-''"^^!l?f°^?^*'^'°P'^®"®"2-s"'fo"y')-P'Pendin-4-ylH-methyl-1.4-dihydro- 
benzo[d|[1 ,31oxazin-2-one 


268 


2-one »«nesuiTonyi>-pipenain-4-ylj-8-methyl-1 ,4-dlhydro-benzo[d][1 ,31oxazln- 


269 


2-one"^ ' ^^''^'"""*"'"^"^®"®suiTonyihPipendjn-4-ylj-l,4-dihydro-benzo[d][1,3]oxazin- 


270 


2-one"'" vy-wci i^ci ie»uiianyi;-piperiain-4-yijH>-methyl-l •4-dihydro-benzo[d][1 ,3]oxazin- 


271 


2in"e^*^'°^^^'^"^'^"°^^^ 


272 


HI K4;Chloro.2.5-dm .4-dihydro- 
benzordlf1,31oxazin-2-one 


273 
274 


^^^'°rL^!! 11 -(4-chloro.2.5-difluoro-benzenesuffonyl).piperidin-4-yIJ-1 ,4-dihydro- 
benzofdin.31oxazin-2-one 

1-[H4-Chloro-2.5^ifluorQ-ben2enesuifonvlVpiperidin-4-yl1-6-methvl-1.4^ 
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Denzo[aj[i ,ojoxazin-^-one 


275 


1 -[1-(2.4,5-Trifluoro-benzenesulfonyl)-piDeridln-4-yn-1 .4-dihydro-ben2ord][1 .31oxazm-2-one 


276 


8-Methyl-1-[1-{2.4,5-tnfluoro-ben2enesulfonyl)-piperidin-4-yl]-1^ 
benzofdin ^3]oxa2in-2-one 


277 


b-unioro-1 -11 -(2.4,5-trifluoro-ben2enesulfonyl)-plperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxa2in-2-one 


278 


6-Methyl-1 -[1 -(2.4.5-trifluoro-benzenesulfonyl)-piperidin-4-yl]-1 .4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 


279 


1 -[1 -{3.5-Dichloro-2-hydroxy-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 


280 


1 -[1 -{2.6-Difluoro-benzenesulfonvl Vpiperidin-4-vlM .4<lihydro-benzordiri .3]oxazin-2-one 


281 


1- [1 -(2.6-Difluoro-ben2enesulfonyl)-p[peridin-4-yl]-8-methyl-1 .4<lihydro-benzo[d][1 ,3]oxa2in- 

2- one 


282 


6-Chloro-1 -[1 -(2.6-dif!uoro-benzenesulfonyl)-piperidln-4-yl]-1 .4-dihydro-benzo[d][1 ,3]oxazin- 


283 


1 -[1 -{2,6-Difluoro-benzenesulfonyt)-piperidin-4-yl]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


284 


1 -[1 -(5-Chloro-2,4-difiuoro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-ben2o[d][1 ,3]oxazin- 
2-one 


285 


1 -LI -lt>-^nioro-2,4-dmuoro-benzenesulfonyl)-plperidin-4-yl]-8-methyl-1 .4-dihydro- 
Denzoidiil .3ioxazin-2-one 


286 


6-Chloro-1 -[1 -(5-chloro-2,4-difluoro-benzenesulfonyl)-piperidin-4-yll-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 


287 


1 -[1 -{5-Chloro-2,4-dffluoro-ben2enesulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
Denzoiajn ,o]oxazin-2-one 


288 


1 -[1 -(2-Chloro-benzenesulfonvl)-DiDeridin-4-vlM ,4Hjihydro-benzordiri .31oxazin-2-one 


289 


1 -11 -l2-unioro-Denzenesulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro-benzo[cll[1 ,3]oxazin-2- 
one 


290 


6-ChIoro-1 -[1 -(2-chloro-benzenesulfonyl).piperidin-4-yl]-1 ,4-dihydro-ben20[d][1 .3]oxa2in-2- 
one 


291 


1 -[1 -(2-Chloro-benzenesulfonyl)-piperidin-4-yl]-6-methyM .4-dihydro-ben2o[d][1 ,3]oxazin-2- 
ono 


292 


6-Chloro-1 -[1 -{2-naphthalen-1 -yl-ethanesulfonyl)-piperidin-4-yl]-1 .4-dihydro- 
Denzoidjii ,3]oxazin-2-one 


293 


6-Bromo-1 -[1 -(4-bromo-benzenesulfonyl)-piperidin-4-yl].1 .4-dihydro-benzo[d][1 . 3]oxazin-2- 
on6 




6-Bromo-1 -[1 -(toluene-4-sulfonvl)-DiDerldin-4-vll-1 .4-dihvdro-ben2ordiri .31oxazin-2-one 


295 


6-Bromo-1 -[1 -(2.4-dimethyl-benzenesulfonyl)-piperidin-4-yll-1 .4-dihydro- 
benzord1[1 ,3]oxazin-2-one 


296 


6-Bromo-1 -[1 -(2-naphthalen-1 -yl-ethanesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 




6-Bromo-1 41 -(auinoline-8-sulfonvlV-Diperidin-4-vlM .4-dihvdro-benzordl[1 ,31oxazin-2.one 


298 


D-Dromo-1 -n -i5-cnioro-3-methyl-benzo[b]thiophene-2-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
oenzoLajn ,ojoxazin-^-one 


299 


6-Bromo-1 -[1 -{3-nitro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
on© 


OVJKJ 


D-Dromo-i-[i-inaDninaiene-l-sulfonvl)-DiDeridin-4-yn-1.4-dihydro-benzord]f1.3loxazin-2^^ 


301 


6-Bromo-1 -[1 -(naDhthalene-2-sulfonvl)-piDeridin-4-yll-1 .4-dihvdro-benzordiri .3]oxazin-2-one 


ou^ 


1-(1-BenzenesuIfonvl-Diperidin-4-vl)-6-bromo-1.4-dihydro-benzordiri.3]oxazln-2-one 


303 


6-Bromo-1 -{1 -[4-(4-bromo-phenoxy)-ben2enesulfonyl]-piperidin-4-yl}-1 ,4-dihydro- 
DenzotajLi ,ojoxazin-2-one 


OUh- 


<>-Bromo-i-ii-(thiODhene-2-sulfonviVDiperidin-4-vll-1.4-dihvdro-benzordiri.31oxazin-2-one 


305 


6-Bromo-1 -[1 -(2-methyl-5-nitro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
DenzoLajii ,o|oxazin-2-one 


306 


6-Broni10-1<-ri-/4-bron^n-7 S<>Hifli lori^.KAn^anAGi ilfnn%/l\-nirvAm4>ii^ a h a ^:u..^..^ 

VF wiwiiivr~i |i y-r-ui ^f^M^^iiiuuru-DenzenesuiTonyiHpipenQin 
benzofdin .31oxazin-2-one 


307 


6-Bromo-1 -fl -(toIuene-3-sulfonvi)-DlDerldin-4-vll-1 ,4-dihvdro-benzordiri .31oxazin-2-one 


308 


6-Bromo-1 -[1 -{5-fluoro-2-methyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzofdin .31oxa2in-2-one 


309 


6-Bromo-1 -[1 -(4-isoDroDoxv.benzenesulfonvl>-D!Deridin-4-vll.1 .4-dihvdro- 
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benzofdin .31oxazin-2-one 


310 


6-Bromo-1 -[1 -(3-chloro-benzenesulfonyl)-piperidin-4-yl]-1 .4-dihydro-benzo[d][1 .3]oxazln-2- 
one 


311 


6-Bromo-1 -[1-(3.4-dimethoxy-benzenesulfonyl)-plperidin-4-yl]-1 .4-dihydro- 
benzoFdin ,31oxazin-2-one 


312 


6-Bromo-1 -(1 -pentafluorobenzenesulfonyl-piperidin-4-yl)-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


313 


6-Bromo-1 -[1 K4-chloro-2,5-dimethyl-benzenesulfonyl)-piperldin-4-yl]-1 .4-dihydro- 
benzofdiri ,3]oxazin-2-one 


314 


6-Bromo-1 -[1 -(3Hmethoxy^benzenesulfonyl)-plperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


315 


6-Bromo-1 -[1 -(4-lsopropy|.benzenesulfonyl)-piperidin-4-yl]-1 .4-dihydro-benzo[d][1 .3]oxazin- 
2-one 


316 


6-Bromo-1 -[1-(4-fluoro-benzenesulfonyl)-piperidin-4-yl]-1 .4-dihydro-benzo[dl[1 ,3]oxazin-2- 
one 


317 


6-Bromo-1 -[1 -(3-chloro-4-fluoro-benzenesulfonyl)-piperidin-4-ylH .4-dihydro- 
benzo[d1[1 ,31oxazin-2-one 


318 


6-Bromo-1 -(1 -pentamethylbenzenesulfonyl-piperidin-4-yl)-1 .4-dihydro-benzo[d][1 ,3]oxazln- 
2-one 


319 


6-Bromo-1 -[1 -(2-nitro-benzenesulfonyl)-plperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


320 


6-Bromo-1 -[1 -{4-chloro-3-nitro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 .3]oxazin-2-one 


321 


6-Bromo-1 -[1 -(5-dimethylamino-naphthalene-l -sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 


322 


6-Bromo-1 -[1 -(4-nitro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln-2- 
one 


323 


1 -[1 -(4-Acetyl-benzenesulfonyl)-piperidin-4-yl]-6-bromo-1 ,4-dihydro-benzo[d][1 .3]oxazin-2- 
one 


324 


6-Bromo-1 -[1 -(4-methanesulf onyl-benzenesulfonyl)-piperidin-4-yll-1 ,4-dihydro- 
benzo[d][1 .31oxazin-2-one 


325 


1 -[1 -(Blphenvl-4-sulfonvl)-piperidin-4-vll-6-bromo-1 .4-dihydro-benzo[d][1 .31oxazin-2-one 


326 


6-Bromo-1 -(1 -phenvlmethanesulfonyl-piperidin-4-yl)-1 ,4-dlhydro-benzo[d][1 .3]oxaz!n-2-one 


327 


6-Bromo-1 -[1 -(2.5-dimethoxy-benzenesulfonyl)-piperidln-4-yl]-1 ,4-dihydro- 
ben2o[d]ri ,3]oxazin-2-one 


328 


6-Bromo-1 -{1 -[2-(2,2,2-trifluoro-acetyl)-1 .2,3.4-tetrahydro-lsoquinoline-7-sulfonyl]-piperldin- 
4-yl)-1 .4-dihydro-benzo[d]ri .31oxazln-2-one 


329 


6-Bromo-1 -[1 -{2,3-dichloro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dlhydro-benzo[d][1 ,3]oxazin- 
2-one 


330 


6-Bromo-1-[1-(2.4,5-trichloro-benzenesulfonyl)-plperidin-4-yl]-1 ,4-dihydro- 
benzofdin .3]oxazin-2K)ne 


331 


6-Bromo-1 -[1 -(5-bromo-2"methoxy-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzofdin ,31oxazin-2-one 


332 


6-Bromo-1 -[1 -(4-trifluoromethoxy-benzenesulfonyl)-piperidin-4-yl]-1 .4-dihydro- 
benzofdiri .31oxazin-2-one 


333 


6-Bromo-1 -[1 -(2-nltro-4-trif!uoromethyl-benzenesulfonyl)-plperldin-4-yl]-1 ,4-dihydro- 
benzoMin .31oxazin-2-one 


334 


6-Bromo-1 -[1 -(3-fIuoro-benzenesulfonyl)-piperidin-4-yl]-1 .4<lihydro-benzo[d][1 ,3] 
one 


335 


6-Bromo-1 -[1 -(2,4-dichloro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzoId][1 ,3]oxazin- 
2-one 


336 


6-Bromo-1 -[1 -(2,4,6-trimethyl-benzenesulfonyl)-plperidin-4-yl]-1 ,4-dihydro- 
benzoWin .31oxazin-2-one 


337 


6-Bromo-1 -[1 -(2-trifluoromethyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
penzoLujL i .ojoxazin-z-one 


338 


6-Bromo-1-[1-(2-bromo-benzenesulfonyl)-piperidin-4-yl]-1,4Hdlhydro-benzo[d][1.^ 
one 


339 


6-Bromo-1 -[1 -(4-methoxy-2,3,6-trimethyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 .31oxazin-2-one 


340 


1 -[1 -(3,6-Dichloro-4-hydroxv-benzenesulfonyl)-DiDeridin-4-vn-1 .4-dihydro- 
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benzo[d][1 .31oxa2ln-2-one 


341 


benzo[d][1 ,31oxazin-2-one 


342 


I L <^«'ivp-\jiwMi\/iu-*t-iiyuiuAy-uen2enesuiionyi^-pip 
benzo[d][1 .3]oxazjn-2-one 


343 


1 L 1 t-ri^i iiui u-*t I iyuruAy-Den£enesuiTonyi^piperioin-4-yi]-o-nri6tnyh1 ,4-dihydro- 
benzo[diri ,31oxazin-2-one 


344 


\j \ 1 1 -\o,ij-uiui iiuru-H^nyaroAy*DenzenesuiTonyi)-plperiain'-^ .4-dihydro- 
benzofdiri .31oxazin-2-one 


345 


6-Chloro-1 -[1 -(3.5.dichloro-2-hydroxy-benzenesulfonylH)iperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 


346 


6-Bromo-1 -[1 •<3,5<lichloro-2-hydroxy-benzenesulfonyl)-piperidin-4-yl]-1 .4-dihydro- 
benzordlM ,31oxazin-2-one 


347 


2J4-(6-Bromo-2-oxo-4H-benzordiri .31oxazin-1 «vl V-Diperidine-1 -sulfonvll-benzonitrile 


348 


2-bne i-vt-nicuiuAy DenzenesurTonyi;-pipenain-4-yij-i,4<linyaro-benzo[^^ 


349 


L-^-vv-tuwiiiu-A-uAu-tn Donzoiaj[n,^joxazin-i-yi)-piperiaine-1-sulTonyl]-benzoic acid methyl 
ester 


350 


V/ uivjiiiu-i u iiiuuromeinyi-Denzenesuiionyi)-piperidin*4-ylM 
benzofdin .3]oxazin-2-one 


351 


w wivritiv/ 1 1 1 •v^-uAu ^n-uiirumene'<>-suiTonyi^piperiam"^-yii^ 
benzordin .31oxazin-2-one 


352 


wi 1 1 V 1 II -\o,u-uiui iiuro-i^nzenesuiionyi j-pipenain-4-yij-i ,4-dinydro-^enzo[d][1 ,3]oxazin- 
2-one 


353 


vj i-ri wi 1 iiyr 1 1 1 -\^,ij-uiuniuru-DenzenosuiTonyi^pipenuin--4-yi ,4-oinydro-i)enzo[dj[1 ,3]oxazin' 
2-one 


354 


w h#iwiiivr 1 i_ 1 "^'^v^Niuiu-pyria ine-»>-suiTonyi /-pi periQ 
benzofdin .3]oxazin-2-one 


355 


VF ui \ji 1 IV/- 1 1 1 -y-t iiui u-uen^enesuiTonyi ;-pipenQin-4-yij- 1 i4-dlnydro-Denzo[dj[1 ,3]oxazin-2-' 
one 


356 


' " • LI v^io*uiunioro-DenzenesuiTonyi;-piperiain-4-yl]-l ,4<iihydro-benzo[d][1 ,3]oxazin- 
2-one 


357 


V i^iwiiivr 1 Hieuiyi- 1 in-imiaazoie-'(-sulTOnyij-piperiain-4-yiJ-1 ,4-^ 
benzoWin .31oxazin-2-one 


358 


wuiviiiij 1 w uiuino-^,H-amuoro-DenzenesuiTonyij-pipendin-4-yl] 
benzordin ,31oxazin-2-one 


359 


vr-uiwiiiiv^ 1 p v** *'inyi-oenzenesuiTonyi;-pipenain-4-yij-i,4-dinydro-benzo[d][1 ,3]^ 
one 


360 


V uf 1 1 1 1^ I \\j-KA iiuru-imiuazu[^,i -Djiniazoie-o-sunonyi)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d1f 1 .3]oxazin-2-one 


361 


1 1 1 v>-'^>i^uLL'jiniupnene-o-suiTonyij-pipenain-4-yij-o-Dromo-l ,4-dinydro-benzo[d][1 ,31oxazin- 
2-one 


362 


vri 1 iw 1 LI ^ f -ui iiuiu-Denzo[ 1 ,4(s,ojoxaaiazoie-4-suitonyi )-piperidin-4-vll-1 ,4-dihvdro- 
benzordiri.31oxazin-2-one 


363 


V bFiwiiiw 1 iiicsiiiuAy-H-iiieinyi-DenzenesuiTonyij-pipenain-4-yl|-l ,4-dinydro- 
benzofdin , 3]oxazin-2-one 


364 


3-i4-r4-f6-Bromo-2-fiYo-4H-h^an7nrHiri '^invo^So i niv^AMWSM^ a m-.i^^v^.j! .u^^.ji i • 
^ . "-^ V" cpiwiiiu £. UAU-*fn-Denzo[ajti ,ojoxazin-i-yi;-pipendine-l-sulTonyll-phenyl 
acid methyl ester / j r- r- 


365 


V Ml will V • LI v&i'r-uiiiiiru-uenzenesuiTonyij-pipenQin-4-yij-i,4-oinydro-Denzo[d][1,^ 
one 


366 


1 -1 1 ~( BenZOfblthiCinhl^riA^^aCI llfnn\/l\.r\inarfHin_^_%«l1_A Kr^vM^ A A «J]Uk.^.^ u^.^^r^ir^ 

2^^^ '^'^i"J"""H<'*'"*'^^"5uiTonyi;-pipenain-4-yijH^ ,4-dmydro-benzo[dj[1 ,3]oxazin- 


367 


u-Diuiiiu- 1 L 1 v^,o-aiTiuoro-DenzenesuiTonyi;-pipendin-4-yl]-1 ,4<lihydro-benzo[d][1 ,3]oxazin- 


OQO 


6-Bromo-1 -[1 -(4-chloro-2,5-difluoro-benzenesulfonyl)-piperidin-4-vil-1 4-dihvdro- 
benzofdin .31oxazin-2-one 


369 


6-Bromo-1 -[1 -(2.4.5-trlfluoro-benzenesulfonyl)-piperldin-4-ylM ,4-dihydro- 
benzofdlf 1 . 3]oxazln-2-one 


370 


6-Bromo-1 ^{^ -(2,6-difluoro-benzenesulfonyl)-piperidln-4-yl]-1 ,4-dlhydro-benzo[d][1 .3]oxazin- 
one 
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371 


1 !■ iiwi vr-^,»t-uuiuuiu-ueniene5unonyiHpip©nQ 
benzofdin .3]oxa2in-2-one 


372 


6-Bromo-1 -[1 -{2-chloro-benzenesulfonyl)-piperidin-4-yll-1 ,4-dihydro-benzord][1 ,3]oxazln-2- 
one 


373 


6-Bromo-1 -[1 -{2.3,4-trifluoro-ben2enesulfonyt)-piperidin-4-yll-1 .4-dihydro- 
benzofdin ,31oxazin-2-one 


374 
375 




376 


w... .jr. 1 v^fv/f-r uiiiuuiu-uoii^«7iie^uiionyii-piperiain 
ben2o[diri.31oxazin-2-one 


377 


6-Chloro-1 -[1 -{2,3,4-trifluoro-benzenesulfonyl)-piperidin-4-yll-1 .4-dihydro- 
benzofdin ,3]oxazin-2-one 


378 


6-Methyl-1 -[1 -(2,3.44nfluoro-benzenesulfonyl)-plperidin-4-ylM ,4-dihydrc>- 
benzordl[1.31oxazin-2-one 


379 
380 


N-{2-Chloro-4-[4-{6-methyl-2-oxo-4H-benzo[d][1.3]oxa2in^ 
pnenylVacetamide 


381 


1 -[1 -(3,4>Difiuoro-benzenesulfonvl)-piperidin-4-ylM .4Kiihydro-ben2ordiri .31oxazln-2>one 
2-one ^^''^^ 


382 


• "i ' -v<^.t-wi»uuru-D©nzenesuiTonyi;-piperiain-4-yl]-l ,4-dihydro-benzo[d][1 ,3]oxazin- 


383 


2-one *'"^^"™"y'/ P*P®""''^"4"yi^ ,4-dihydro-benzo[d][1 ,3]oxazin- 


384 


wiiiw-i v»^i-t-uiiiuuru-oenz©ne5uiTonyi;-pipenain-4-yi]-l ,4-dinyaro-benzo[^^ 
^''OnG 


385 


N^2-ChlOrO-4-r4-/8-ITIPthvl-^-nYrk-4H-hori'yriMir'1 *X\rx\M^-*\w\ A ^Xw^^^x^".^^ a ^ 

\ wiiiviv— T i-t-y^ iiicuiyi ^~uAu-Hn-Denzo[aj[i,ojoxa2an-i-yi)-pipendine"1-sulTonvll- 
phenylVacetamide ^ 


386 


2-one '^^i^^'"^"" u uenzene5uiTonyi;-pipenain-4-yij-i ,4-aihydro-benzo[d][1 ,3]oxazin- 


387 


1 "11 -(2-OhIOrO-4 S-dif1linm-KAn70noei llf/^nw1\-r%ir>ArfWln A O •i^.i^AAU. J A A J*!. J 

. I \*- wr—t-,>j-uiiiuui u-uen£enesuiTonyi^pipenatn-4-yi i-o-nfietnyl--1 ,4-dihvdro- 
benzo[diri,3]oxazin-2-one / • / 


388 


^ ' win iiui u-H-,9--uiiiuoro-DenzenesuiTonyi j-piperidin-4-ylj-1 ,4-dihydro- 
benzofdiri .31oxazin-2-one 


389 


1 1 1 ^1 iiwi u-H-,o-ainuuro-oenzenesuiTonyi)-pipendin-4-yl]-6-methyl-1 ,4-dihvdro- 
benzofdin .31oxazin-2-one 


390 


^•v'liiv ■ I •~v^"^<"w»u-H,o-amuuro-DenzenesuiTonyi)-pipendin-4-ylM 
benzofdin ,3]oxazln-2-one 


391 


^-^K. v^i iiwi u-t-L-t-^^-uAo-<frn-Denzo[aj[i ,«5joxazin-i -yi)-pipenaine-1 -sulfonyl]-phenyl}- 

acetanriioG 


392 


I i^ui 1 ,^,9juAaaiazc]ie-4-surronyi;-pipenain-4-ylj-l ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


393 


1 L v»-'^»»^*-'i ' f^i*-'jvAciuid^oie-^suiTonyi;-pipenain-4-yil-o-metnyl- ,4-dihvdro- 
benzofdin .3]oxazln-2-one 


394 


L i«-vFi 1 »^i^jv/^aui<a^ui(;-«t-suiTonyij-pipenain-4*yii-o-cnioro-'1 ,4-dinydro- 
benzofdin .31oxazin-2-one 


395 


. I i^wL 1 i^)OjuA<Auici^uie-H-suiTonyi )-pipenain-4-yii-o-iTietn^ ,4-dirivdro- 
benzordin.31oxazin-2-one ^ ^ / 


396 


• L yi^wi i^vr^ 1 i^,%/juAciuici^uie-«H5uiTonyi HpipenQin-4-yij-o-urorno-l ,4-dihvdro- 
benzofdin .31oxazin-2-one 


397 


N~^2-Cmoro-4-r4-^6-chlnnY-^-rtvr*_AI-l KArw«^r#iir'i qIa^^m^m 4 ^ u t_ » 

X . 7^ ^ i'*"iw-^niuru-^-oxo-^n-Denzo[ajii ,ojoxazin-l-yl}-pipendine-1-sulfonyl1-phenvl)- 
acetamide 


398 


one i^'^'J^^iauiazoie-^suironyi^-pipendin-^-ylj-l ,4-dihydro-benzo[d]n i3]oxazin-2- 


399 


1 -n -(Benzon .2.5]thladiazole-4-sulfonyl)-piperidin-4-yl]-8-methyl-1 .4-dihydro- 
benzordin.31oxazin-2-one ^ i.^-ainyoro- 


400 


1 -[1 -(Benzo[1 .2,5]thiadiazole-4-sulfonyl)-piperidin-4-yl]-6-chloro-1 .4-dihydro- 
benzofdin .3]oxazin-2-one 


401 


1 -n -(Benzo[1 ,2.5]thladiazole-4-sutfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzordiri.31oxazln-2-one jr , / 
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402 


1-11 -{Benzo[1 ,2.5]thiacllazole-4-sulfonyl)-piperidin-4-yl]-6-bromo-1 ,4-clihydro- 
benzordin ,31oxazin-2-one 


403 


i4i-ttnanesuifonv!-DiDeridm-4-vn-8-methvl-1.4-dihydro-ben2ofdir 


404 


1 -[1 -{2,4-Difluoro-benzenesulfonvl Vpiperidin-4-vll-1 .4-dihydro-ben2ofdiri ,3]oxazin-2-one 


405 


1 -[1 -(2.4-Difluoro-benzenesulfonyl)-piperldirwi-yl]-8-methyl-1 ,4-dihydro-ben2o[d][1 ,3]oxazirv- 
2-one 


406 


6-Chloro-1 -t1 -{2,4-difluoro-benzenesulfonyl)-plperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


407 


1 -[1 -(2.4-Difluoro-benzenesulfonyl)-piperidin-4-yl]-6-methyl-1 .4-dihydro-benzo[d][1 .Sloxazin- 


408 


6-Bromo-1 -[1 -(2,4-difluoro-benzenesuIfonyI)-piperldin-4-yl]-1 .4-dihydro-benzotd]t1 ,3]oxazin- 
2-one 


409 


8-Metnyl-l -[l -(proDane-2-sulfonvi VDiperidin-4-yll-1 .4-dihydro-benzordiri .31oxazjn-2-one 


410 


1 -f 1 -(3,4-Dichloro-ben2enesulfonvn-piperidin-4-vlM .4-dihvdro-benzordiri .31oxazin-2-one 


411 


1 -[1 -(3,4-Dichlorp-benzenesulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
ben2o[d][1 .3]oxa2in-2-one 


412 


6-Chloro-1 -[1 -(3,4-dichloro-ben2enesulfonyl)-piperidin-4-yl]-1 .4-dihydro-benzo[d][1 .3]oxazin- 
2-one 


413 


1 -[1 -(3,4-Dichloro-benzenesulfonyl)-piperidln-4-yl]-6-methyH ,4-dihydro- 
benzo[d][1 ,31oxazin-2-one 


414 


6-Bromo-1 -[1 -(3,4-dichloro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxa2in- 
2-one 


415 


8-Methyl-1 -[1 -(proDane-1 -sulf onyl)-piperidin-4-Yl]-1 .4Klihydro-benzordl[1 , 3]oxazi 


416 


1 -[1 -(2-«Chloro-6-methyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


417 


1 -[1 -(2-ChIoro-6-methyl-benzenesulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[dl[1 .3]oxazin-2-one 


418 


6-Chloro-1 -[1 -(2-chloro-6-methyl-benzenesulfonyl)-piperldin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 


419 


1-[1-(2-Chloro-6-methyl-benzenesulfonyt)-piperidin-4-yl]-6-methyl-1.4-dihydr^ 
benzo[d][1 ,31oxazin-2-one 


420 


1 -[1 -(2-Chloro-6-methyl-benzenesulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzo[d][1 .3]oxazin-2-one 


421 


8-Methyl-1 -[1 -(2,3,5,6-tetramethyl-benzenesulfonyl)-piperfdin-4-yl]-1 ,4-dihydro- 
benzo[diri ,3]oxazin-2-one 


422 


1 -[1 -(2.3.4-Trichloro-benzenesulfonyl)-piperldin-4-ylM .4-dihydro-benzo[d][1 .3]oxazin-2-one 


423 


8-Methyl-1-[1-(2.3,4-trichloro-benzenesulfonyI)-plperidin-4-yl]-1,4<lihydr^ 
benzoWin .31oxazin-2-one 


424 


6-Chloro-1 -[1 -(2.3,4-trichloro-ben2enesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[diri ,31oxazin-2-one 


425 


6-Methyl-1 -[1 -(2.3,4-trichloro-ben2enesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzofdin ,31oxazin-2-one 


426 


6-Bromo-1 -[1 -(2,3,4-trichloro-benzenesutfonylVpiperidin-4-yl]-1 ,4-<lihydro- 
benzofdlf 1 ,31oxazln-2-one 


427 


1 -11 -(^.3.b,6-Tetramethyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


428 


1 -[1 -(Thiophene-3-sulfonyl)-DiDeridin-4-ylM .4-dihydro-ben2o[d][1 .31oxazin-2-one 


429 


8-Methyl-1 -[1 -(thioDhene-3-sulfonvl Vpiperidin-4-ylM .4-dihvdro-benzordiri .31oxazin-2-one 


430 


tJ-unioro-l -n -(thiophene-3-sulfonvl)-piperidin-4-yl]-1 .4-dihydro-benzord][1 .3]oxazin-2-one 


431 


6-Methyl-1 -[1 -(thlophene-3-sulf onvt)-plperidin-4-ylM .4-dihydro-benzord]t1 ,3]oxazjn-2-one 


432 


6-Bromo-1 -[1 -(thlophene-3-sutf onvl Vpiperidin-4-yll.1 .4Hjihvdro-ben2ordiri .3to^^ 


433 


6-Chloro-l -[1 -(2,3,5.6-tetramethyl-ben2enesulf onyl).piperidin-4-yl]-1 
benzo[dl[1 ,3]oxazln-2-one 


434 


1 -n -(2.4.6-Trichloro-benzenesulfonyl)-piperidin-4-ylV1 .4-dihvdro-benzordl[1 .31oxazin-2-one 


435 


8-Methyl-1 -[1 -(2,4,6-trichloro-ben2enesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 

benzofdiri ,3]oxazin-2-one 


436 


6-Chloro-1 -[1 -(2,4.6-trichloro-ben2enesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[diri ,3]oxazin-2-one 


437 


6-Methyl-1 -[1 -(2,4.6-trichloro-benzenesulfonyl)-piperldin-4-yl]-1 ,4-dihydro- 
benzofdin .31oxazin-2-one 
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438 


6-Bromo-1 -[1 -(2,4,6-trichloro-ben2enesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzofdKI ,31oxazin-2H3ne 


439 


6-Methyl-1 -[1 -(2,3.5,6-tetramethyl-benzenesulfony1)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d1[1 ,31oxazin-2-one 


440 


1 -[1 -(2-Bromo-4.6-difluoro-benzenesulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[dl[1 ,3]oxazin-2-one 


441 


1-[1-(2-Bromo-4.6-difluoro-benzenesulfonyl)-piperidin-4-yl]-6-chloro-1,4-dihydro- 
benzo[d]ri .31oxazin-2-one 


442 


1 -[1 -(2-Bromo-4,6-dmuoro-benzenesulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 
benzoFdin ,3]oxazin-2-one 


443 


6-Bromo-1-[1-{2-bromo-4,6-difluoro-benzenesulfonyl)-piperidin-4-yl]-1,4-dihydro- 
benzo[d][1 ,31oxazin-2-one 


444 


6-Bromo-1 -[1 -{2.3,5,6-tetramethyl-ben2enesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzoWin .31oxazin-2-one 


445 


1 -[1 -(4-Bromo-2-trifIuoromethoxy-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[dl[1 ,31oxazih-2-one 


446 


H1-(4-Bromo-2-trffluoromethoxy-benzenesulfonyl)-piperidin-4-yl]-8-methyl-1.4-dihydro- 
benzoWin .31oxazin-2-one 


447 


1 -[1 -(4-Bromo-2-trifiuoromethoxy-benzenesulfonyl)-piperidin-4-yl]-6-chloro-1 ,4-dihydro- 
benzo[d][1 .3]oxazin-2-one 


448 


1 -[1 H4-Bromo-2-trmuoromethoxy-ben2enesulfonyl)-piperidin-4-yll-6-methyl-1 ,4-dihydro- 
benzo[d][1 .31oxazin-2-one 


449 


6-Bromo-1 -[1 -(4-bromo-2-trifIuoromethoxy-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 


450 


1 -ri -(4-Phenoxy-benzenesulfonvl)-DiDeridin-4-vll-1 .4-dihydro-benzordiri .31oxazin-2-one 


451 


1-ri-(3-Bromo.benzenesulfonvl)-DiDeridln-4-vll-1.4-dihvdro-benzordiri.3loxazin-^^^ 


452 


1 -[1 -(3-Bromo-benzenesulfonyl)-piperidln-4-yl]-8-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


453 


1 -[1 -{3-Bromo-benzenesulfonyl)-piperidin-4-yl]-6-chloro-1 ,4-dihydro-benzo[d][1 ,3]oxazln-2- 
one 


454 


1 -[1 -(3-Bromo-ben2enesulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


455 


6-Broma-1 -[1 -(3-bromo-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[dI[1 ,3]oxazin-2- 
one 


456 


8-Methyl-1 -[1 -(4-phenoxy-benzenesulfonyl)-piperidin-4-yl]-1 .4-dihydro-benzo[d][1 .3]oxazin- 
2-one 


457 


1 -[1-(4-tert-Butvl-benzenesulfonvlVDiDeridin-4-vll-1 .4-dihvdro-benzofdiri .31oxazin-2-one 


458 


1 -[1 -(4-tert-Butyl-benzenesulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro-b8nzo[d][1 ,3]oxazin- 
2-one 


459 


1 -[1 -(4-tert-Butyl-benzenesulfonyl)-piperidin-4-yl]-6-chloro-1 .4-dihydro-benzo[d][1 ,3]oxazin- 
2one 


460 


1 -[1 -(4-tert-Butyl-benzenesulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


461 


6-Bromo-1 -[1 -(4-tert-butyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln- 
2-one 


462 


6-Chloro-1 -[1 -(4-phenoxy-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


463 


1 -[1 -(2-Bromo-4,6-difluoro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


464 


1 -n -(2-Methanesulfonyl-benzenesulfonyl)-piperidin-4-yl]-8-methyl-1 ,4-dihydro- 
benzofdin .3]oxazin-2-one 


465 


6-Chloro-1 -[1 -(2-methanesulfony|.benzenesuIfonyl)-piperidln-4-yl]-1 ,4-dihydro- 
benzofdlfl .3]oxazin-2-one 


466 


1 -[1 -(2-Methanesulfonyl-benzenesulfonyl)-piperidin-4-yl]-6-methyl-1 ,4-dihydro- 

uGnzxjia\[ I ,ojQxazin~^'-on6 


467 


6-Bromo-1 -[1 -(2-methanesulfonyl-benzenesulfonyl)-plperldin-4-yl]-1 ,4-dlhydro- 
benzofdin ,31oxazin-2-one 


468 


8-Methyl-1 -[1 -(4-propyl-benzenesulfonyl)-piperidin-4-y!]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


469 


6-Chloro-1 -ri -(4-DroDvl-benzenesulfonyl)-piDeridin-4-vll-1 .4-dihydro-benzordiri .31oxazin-2- 
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470 


one 

6'M6thVl~1-ri-f4*DrOD\^»h^n7Anoei llfon\/l\.r«lnArSi4in^ <l A^lV%\tMm^ u^M^^r^ir^i oi^>.^— n 

1 ji 1 1, 1 -\-T-pi upyi<-uen2enesuiTunyi j-pipenain-4-yij-i ,4-oinyaro-Denzo[cij[l ,3]oxazin-2- 


471 


wi iv- 1 ~i 1 wpyi-ut3n£6n9sunonyi^pipenoin-4-yij-i ,4-oinyaro-Den20[dj[l ,3jox3zin-2* 


472 


I • iiwi w ^ n lou ly i-^enzenesuiTonyi /-pipenoin-4-yij-o-m6inyi-l ,4-Ciinydro- 
ben20[d][1 .31oxazin-2-one 


473 


* L 1 -\v/-wi iiui u-^-meinyi-Denz6nesuiTonyi}-pipGnuin-4-yi^ ,4-dinydro- 
benzofdlh ,3]oxazin-2-one 


474 


1~l1'^3'~OnlOrO*2-rn6thl\/1-h^ri7onaeiilfrkri%#l\_rkSnAn#4ir« A \A1 £i mA*U««l A A 

wiiiv/iv/-^ iiicuiyi uenz;enesuuonyi^pipenain-4*yij-o-ni6tnyi-i,4-din^^ 
benzotdlfl .3]oxazin-2-one 


475 


w wtx^iiiw 1 i_i vv^^iiivjivr-^ fTimnyiHjenzenesuiionyi)-pipenuin'-4-yii-i 
benzordlfl .3]oxazin-2-one 


476 


1 ~n"(4'"BLltVl-b©nZ6n©<5Ulfnn\/l\-ninoriHin ^ t/ll fi mAfl-k%il ^ >l Ati^%tM^^ u^»«^^r^ir^ • #>k 

. n y-T ''^"«ii^ouiiuriyi;-pipenam-*^-yij-o-meinyi-i ,4-ainydro-uenzom^ 
one 


477 


1 "[1 *^4"BUtVl""benZ6nP«5lllfrin\/n-ninoriHin_4 i/ll ft ^KI#^^a 4 vl ^tU«<^»A u^M.^r^ir^i 

'«"«»uiit>riyi;-piperiain-4-yij-o-cnioro-l ,4-dinydro-Denzo[d][1 ,3]oxazin-2- 


478 


1 ii-\-T Du&yi >^(>^«ii6^uiTonyi;-piperiain-4-yij^>-metnyl-l,4K]inydro-benzom^ 
one 


479 


V/-UIUIMU-I ii-vt uuiyi penzenesuiTonyi;-piperiain-4-yij-l,4<linydro-benzo[diri,3]oxazin-2- 
one 


480 


' "'^"*'-'^^"»*5W'yi"oen2en8suiTonyi;-pipenain ,4-dihydro- 
benzordlfl .31oxazin-2-one 


481 


I "1 1 ~(4~BrOnflO-3-ITISthvl-hpn7AnACI llfrtri\H\— r^lr\orirlir»^ \A'\ d ^1^1^^^ A A ^:u. .^.^ 

• L 1 v-r L^iwiiiw ^-iiicuiyi uci i^eiie5uiTonyi^pipenQin-4-yijH>-cnioro-l ,4-dihydro- 
benzordin .3]oxazin-2-one 


482 


L' v-r i-fiviiiw iiiouiyi Meii^eii6ouuunyi/-pipenain-4-yij^3*fnetnyl- 1 ,4-din 
benzordlfl .31oxazIn-2-one 


483 


6~BrOniO~1-ri-^4-brarnn->!^<>mAfhwl.KAri7oriaeiilfrkn%/l\-ffxtr%ArS«4iM A «J1 <l ji ^:u. .^.^ 

w I n uiviiiiu o--ni«;uiyi-ijenzenesuiTonyi/-piperiQin-4*^ 
benzofdin .3]oxazin-2-one 


484 


• i» v»f' t-'iiiioiiiyi piupyi;-Denzenesunonyij-pipenain-4-yi)-o-nrietnvl-1 
benzo[dl[1.3]oxazin-2-one 


485 


6-Chloro-1 -{1 -[4-(1 ,1 -dlmethyl-propyl)-benzenesulfonyl]-piperidin-4-yl}-1 .4-dihvdro- 
benzofdin .3]oxazln-2-one 




1 -{1 -[4-(1 , 1 -Dimethyl-propyl)-benzenesulfonvll-DiD6ridin-4-vl\-R-m Athvi-1 A-Hihi/Hm 
benzordin .31oxazin-2-one 


487 

488 
489 


6-Bromo-1 -{1 -[4-(1 , 1 -dimethyl-propyl)-benzenesulfonyl]-plperidin-4-ylM ,4-dihydro- 
benzordin .3]oxazin-2-one 

1~(1-EtheneSUtfonvl-DiDeridin-4-\/IV-ft-mnth\H-1 A^\h\iArr\-V^%ekr\^9e\\A^\^ ryir^^,^^\^ o 

— * — »v*wmiv/iiyi MiMOl millet yi/-o"mcuiyi- 1 >*H<iinvorQ-penzoiQin ,ojoxazin-2-one 
3-l4-(8-Methyl-2-oxo-4H-benzorcliri .3loxazin-1 -vl>-Diperidine-1 -sulfonyll-benzoic acid 


490 
491 

492 


3-r4-(6-Methvl-2-OXO-4H-bpn7nrriiri '^lnvo7in-i-\/l\ ninArirlirk<=i -1 ««■ il-F#^n««n U^^— 

iviwuiyi ^-vPA.vr-*tin ucn^uiuii 1 (Ojuxazin- i-yi)-pipenaine*i-suironyl]-Denzoic acid 
3-[4-(6-Bromo-2-oxo-4H-benzordiri.31oxazin-1.vn-piperidlne-1-sulfonvll-benzote acid 

L 1 -yvr-x^i iivfiu ^ iiuulu i^(;nesuiiQnyi^piperiain*4-yij-<>-rn6tnvl'-j .4*dl^ 
benzordin .3]oxa2in-2-one 


493 


• ^ • L * ii^i vT-^'i luuiu-'DenzenesuiTonyi ]'-piperiQin-4-'yi 1-1 ,4-dmydro- 
benzofdin ,31oxazin-2-one 


494 


1 ~ri -(3-ChlOrO-2-fllJnrO-hAn7C*noci llfrtn\il\_r\ir*orirll»\_/l a M#<k4l%*<l A A .^.^ 

1 LI wiiiwiw ^ iiuufw uor i^Bntdouirunyi/-pipenain-4-yij^j-rnetnyi-l ,4-dm^^ 
benzoWin .3]oxazin-2-one 


495 


wiivr- 1 ^ 1 -^wv#i iiui lyT"^ iiuuiu-'Ucri£6nesuiTonyi j-piperiQin-4-wj-1 ,4-dinvdro- 
benzordin .3]oxazin-2-one 


496 


o i*t vo "»«inyi-^-oxo-^n-Denzoiajii,jjoxazin-l-yl)-pipendine-1-sulTonyll-thiazol- 
2-yl}-acetamide 


497 


^ vi w-^-oAo-*f n-Denzoiaj[i ,^joxazin-i -yi)-p!peridine-1 -suifonyll-4-nnethyl-thiazol- 

2-vl}-acetamide ^ 


498 


N-{4.|\4ethy|.5.[4K6.methyl-2^^ 
2-yl}-acetamide 


499 


N^5-[4-(6-Bromo-2H)xo-4H-benzo[d][1 .3]oxazin-1 .yl)-pip 
2-yl}-acetamide 


500 
501 


1 -n -(2-Bromo-4-fluoro-benzenesulfonyl)-piperidin-4-yll-8-metliyl-1 4-dihydro- 
benzordin .31oxazin-2-one 

1 -n -(2-Bromo-4-fluoro-ben2enesulfonvl)-DiDeridin-4-vll-6-chioro-1 4-dihvdro- 
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benzofdin .31oxazin-2-one 


502 


1 -[1 -(2-Bromo-4-f!uoro-benzenesulfony|)-piperidin-4-yi]-6-inethyl-1 ,4-dihydro- 
benzofdlFI .3]oxa2in-2-one 


503 


o-tsromo-i -ii H2-Dromo-4-fluoro-benzenesulfonyl)-pipendin-4-yl]-1 ,4-dihydro- 
benzofdin ,3]oxazin-2-one 


504 


1 -1 1 -io-unioro-ii-Tiuoro-Den2enesulfony|).p|peridin-4-yl]-8-methyl-1 .4-dihydro- 
benzoWin .31oxazin-2-one 


505 


o-^^nioro-i -[1 -l5-chloro-2-fluoro-benzenesulfonyl)-plperidin-4-yl]-1 ,4-dihydro- 
benzofdin ,3]oxa2in-2-one 


506 


I -1 1 n^^n«oro-;^-Tiuoro-Denzenesuitonyl)-piperidin-4-yl]-6-methyl-1,4-dihydro- 
benzo[d][1 .3]oxazln-2-one 


507 


D-tjromo-i -[1 H^-cnioro2-fluoro-benzenesulfonyl)-piperidln-4-yl]-1 ,4-dihydro- 
benzo[dl[1 ,3]oxazin-2-one 


508 


1 -[1 -(4-Bromo-3-tnfluoromethyI-benzenesulfonyl)-piperidin-4-yl]-8-methyl- ,4-dihydro- 
benzo[d]ri .3]oxazin-2-one 


509 


1 -11 -(4-Bromo-3-trif!uoromethyl-benzenesulfonyl Vpiperidln-4-yl]-6-^ ,4-dihydro- 
benzo[d][1 ,3]oxa2ln-2-one 


510 


1 "[1 -(4-Bromo-3-trifluoromethyl-ben2enesulfonyl)-piperidln-4-yl]-6Hm ,4-dihydro- 
Denzo[ajLi iojoxazin-z-one 


511 


6-Bromo-1 -[1 -(4-bromo-3-trifluoromethyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
DenzoLQJLi »ojoxazin-2-one 


512 


1 -n -vii-MemanesuiTonyi-DenzenesulfonyI)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazln-2- 
one 


w 1 o 


1 -I I -i4-Kropvi-Denzenesutronvl)-piperidin-4-ylM .4-dihydro-ben2o[d]f 1 .31oxazin-2-one 


514 


1 -[1 -(3-Chloro-2-methyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxa2in-2- 


515 


1 -[1 -(4-Butyl-ben2enesulfonyl)-piDeridln-4-vll-1 .4-dlhydro-benzordlf 1 .31oxazin-2-one 


516 


1 -[1 -(4-Bromo-3-methyl-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxa2in-2- 
one 


517 


1 -{1 -[4-(1 .1 -Dimethyl-propyl)-benzenesulfonyl]-plperidin-4-yl}-1 ,4-dihydro- 
benzoWin , 3]oxa2in-2-one 


518 


iN-t^-ivieinyi-t>-L4-(z-oxo-4H-benzo[d][1 ,3]oxazln-1 -yl)-piperidine-1 -sulfonyl]-thiazol-2-yl}- 
acetamide 


519 


1 -[1 -(3-Chloro-2-Tiuoro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
one 


520 


1 -1 1 -v-^-oromo-^Tiuoro-Den2enesulfonyl)-plperldin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin-2- 
ona 


521 


1 -[1 -(4-Bromo-3-trlfIuoromethyl-benzenesulfonyl)-piperidin-4-ylM .4-dihydro- 
uenzotajL 1 iOjoxazin-z-one 


522 


1 -[1 -(5-Chloro-2-fluoro-ben2enesulfonyl)-plperidin-4-yl]-1 ,4-dlhydro-benzo[d][1 .3]oxazin-2- 
on© 


523 


1 -[1 -(lsoquinoline-5-sulfonvlVDiDeridin-4-vn-1 ,4-dihvdro-ben2ordiri .31oxa2in-2-one 


524 


o-nuoro- 1 ^^\^ -i^-metnanesuitonyi-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
Denzo[QjL \ ,ojoxazin-z-one 


525 


6-Fluoro-1 -[1 -(4-propyl-benzenesulfonyl)-piperidin-4-yl]-1 .4-dihydro-benzo[d][1 ,3]oxazin-2- 
ona 


526 


1 -[1 -(3-Chloro-2-methyl-ben2enesulfonyl)-piperidin-4-yl]-6-fluoro-1 ,4-dlhydro- 
ucf i^uLQjL 1 ,ojoxazin-z-one 


527 


1 -[1 -(4-Butyl-benzenesulfonyl)-piperidin-4-vll-6-fluoro-1 .4-dihydro-benzordiri .31oxazin-2-one 


528 


1 -11 -^^tjromo-i5-methyl-benzenesulfonyl)-piperidin-4-yl]-6-fluoro-1 ,4-dihydro- 
benzo[d][1 .31oxazin-2-one 


529 


1 -{1 -[4-(1 , 1 -Dlmethyl-propyl)-ben2enesulfonyl]-piperidin-4-yl}-6-fluoro-1 ,4-dihydro- 
benzofdin ,31oxa2in-2-one 


530 


iN-iD-L^^o-i-iuoro-z-oxo-4H-benzo[d][1 ,3]oxazln-1 -yl)-piperidine-1 -sulfonyl]-4-methyl-thiazol- 

2-yl}-acetamlde 


531 


1 -[1 -{3-Chloro-2-fluoro-ben2enesulfonyl)-piperldin-4-yl]-6-fluoro-1 .4-dihydro- 
benzo[d][1 .31oxazin-2-one 


532 


1 -[1 -(2-Bromo-4-fIuoro-benzenesulfonyl)-piperidin-4-yl]-6-fluoro-1 .4-dihydro- 
benzo[dl[1 .31oxazin-2-one 


533 


1 -[1 -(4-Bromo-3-trifluoromethvl-benzenesulfonyl)-olperidin-4-vll-6-fluoro-1 .4-dihydro- 
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534 
535 


benzo[diri.3]oxazln-2-one " ~ — — | 

I"^^ '^^Sl^^^r,^^'^."^'^^^ .4-dihydro. 
ben2ordl[1,3loxa2in-2-one 

6-Fluoro-1-f1-(isoquinoline^5-sulfonyiVpr .4<Ilhydro-ben2ordiri .31oxazin.2-one 


536 
537 
538 


b-Huuro-l-[l-^quinoiine^-sulfonvlVDiDer.din^-vll-1 .4-dihvdro-ben2ordiri .31oxa2in-2^ne 
benzofdiri SJoxazin 2-one •• °P"®"®"^"®""°"y'' P'P®""'""^"y'J"6-fluor^ ,4<lihydro- 
6-Fluoro-1 -ri -(naphthalene-1 -sulfonvlVDiDeridin-4-vn-1 ■4-dihvdro-benzQrdU1 .31oxazin-2-one 


539 
540 


b-Huuro-l-|l-^napninaiene-2-sulfonvlVDiDeridin^vn-1 .4-dihvdro-benzordiri .31oxazin-2-one 


541 
542 


2inl^^"^°^''^*^'°''^®"®'^"'^°"^'^'*'''®"^'"'^'^^"®'*'"°''°"''''^^^ 


543 


-ri -<qmnol'ne-8-sulfonvl>-piperidin^vll-1 ■4-dihvdro-benzord1f 1 .31oxazin-2-one 
j lL \ v^'o^'v/ y-iiicuiyi u«n^oiujiniopnene-^-suiTonyi)-pipenain-4-yl]-8-methoxv-1 .4- 
dihydro-ben2ordiri.31oxazin-2-one ^ 


544 


one*'" • I ■ "V' '«"H' III laieiie- 1 -5uiTonyi;-piperiain-4-yl]-l ,4-dihydro-benzo[d][1 ,3]oxazin-2- 


545 


one ^ '^"^•suiTonyi;-pipenain-4-yij-i ,4-dihydro-benzo[d][1 ,3]oxazin-2- 


546 


1 L v"-*^' \^\j\yi\w iiufji Id i«7-^-&uiTonyi^pipenain-4'>yi l-o-rnethoxy-l .4-dihvdro- 
benzordlf1.3]oxazin-2-one 


547 


L "vi^^i i^wiurjii iiujji iene-o-suiTonyi;-pipenain-4-yij-o-methoxy-1 ,4-dihydro- 
benzofdin , 3]oxazln-2-one 


548 


benzordiri.3]oxazin-2-one ' 


549 


5'*OnlOrO~1-*ri~f4^DrODVl->>hPn7^nAQI llfrin\/l\_nirkAr{rllri yl *<n «1 A ^;U. .^.^ 1 r^ir^ ^ 

^ ' I' v-r-Hiv'Hyi i'«i'^«nesuiTonyi;-pipenain-4-yij-i,4-dihydro-benzo[d][1,3]oxazin-2- 


550 


. p j,r J v*'^* "v/i lieu iyi-uen^enesuiTonyi^pipericiin-4-ylM ,4-dihydro- 
benzoidin .31oxazln-2-one 


551 


1"[1"^4-BUtyl-benZ©neSUlfonvlVninprifiiri-.4-wll-*5-r*hl/\r<^ *1 ^-WSl-k«#j4«>M U^.«^^r^ir^ nn • 

> **v lOTuiiui lyi^ Kip^>^ioin--H-*yij-OK;nioro-i,4-<]inydro-Denzo^^^ 


552 


i» \-r *'i^"iyi""*'n2ene5uiTonyij-piperiQin-4"yij-5 
benzoFdin .31oxazin-2-one 


553 


1. rV«rJ Jt, i.~ ;» •^"ii«inyi-propyi;-DenzenesuiTonylj-piperidin-4-yl}-1,4<lihvdro- 
ben2o[diri,3]oxa2in-2-one 


554 


2-yl} acetamid^^ "---^-"AU-^n-DenzoiajLi .djoxazin-1 -yl)-pipendine-l -suIfonyl]-4-methyl-thiazol- 


555 


7^ r J v^"^' i^"^-iiuuro-DenzenesuiTonyi;-piperiain-4-yl]-1 ,4-dihydro- 
benzofdin .31oxazin-2-one 


556 


■(2;£'"°^o-4"fl"oro-benzenesulfonyl)-plperidin-4-yl]-5-ch .4-dihydro. 
benzofdiri .3]oxazin-2-one 


557 


1-[1-(4-Bromo-^^ 
benzo[d][1,3loxazln-2-one 


558 
559 


5-Chloro-1 -[1 -(6-chloro-2.fluoro-benzenesulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 

benzofdiri,31oxa2in-2-one 

SzChloro:!^^ 


560 


1 -11 *K2-'MethaneSLllfonvt-hpn7Pnpiei ilfnn\/l\-r>inAri<^in a %#n o .«%^4U^«^. 4 >i -J 

I. •'•^"■aiiTCuiiuiiyi tjerizenesuiTonyi;-piperiain-4-yli-8-rnetnoxy-1.4-dihvdro- 
benzofdin ,3]oxazin-2-one 


561 


1^ - , ^^"""''y'*"^"^®"®5UTOnyi;-piperia 
benzofdiri. 31oxazin-2-one 


562 


I- rXJ tL, "'^"'y'""^n2en©5uiTonyij-pipenain-4-ylj-8-nrietnoxy-1,4Klih 
benzordin .3]oxazln-2-one 


563 


1-[1-{4-Buty|.ben2enesulfonyl).piperidin-4.yll-8-nriethoxy.1,4-dihydro-be 
one 


564 


1-[1-{z^Bromo-3sTiethyl-benzenesulfonyl)-piperidin~^^^ 
benzofdin ,31oxazln-2-one 


565 
"566" 


i"^^"^ti,l:'';?''"®*^^"P'■°Py'^•'®"^®"®s"'^°"y'^P'Pe"c'in-4-yl}-8-methoxy-1^ 
benzoidin ,3]oxazin-2-one 

N-{5-[4-(8-Methoxv-2-oxo-4H-benzofdiri.31oxazin-1-vl)-piDeridine-1-sulfonvn^ethvt- 
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thiazol-2-yl}-acetamide 


567 


1 -11 n^'^nioro-z-Tiuoro-Denzenesulfonyl)-pipendin-4-yl]-8-methoxy-1 ,4-dihydro- 
benzofdin .3]oxazin-2-one 


568 


1 -11 -i^-Dromo-4-riuoro-Denzenesulfony1)-pipendin-4-yl]-8-methoxy-1 ,4-dihydro- 
benzofdlfl .31oxazln-2-one 


569 


I 11 n'*^-Dromo-^irmuoromemyl-benzenesulfonyl)-piperidin-4-yl]^ ,4-dihydro- 
ucii^uLujL 1 lOjoxazin-^-on© 


570 


1 -[1 -(5-ChIoro-2-fluoro-benzenesulfonyl)-piperidin-4-yl]-8-methoxy-1 ,4-dihydro- 

UcllZ,U|.vJj[ 1 ,OJviXaZin-^~On6 


571 


1 -t1 -(lsoquinoline-5-sulfonyl)-piperidin-4-yl]-8-methoxy-1 ,4-dihydro-benzoId][1 ,3]oxazin-2- 

ui ic?, 1 lyui vJwiiionuo 


572 


1-[1-(4-Methyl-naDhthalene-1-sulfonyl)-DiDeridin-4-ylM .4-dihvdro-benzo[dl[1.3loxazln-2-one 


573 


-[1 -v^metnyi-napntnalene-1 -$uiTonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzofdin ,3]oxazin-2-one 


574 


D-iyieinyi-1 -[i H^-metnyi-naphthalene-l -sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzofdin .31oxazin-2-one 


575 


o-ivieinyi-1 -p -l4-metnyi-naphthalene-1 -sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzoMin ,3]oxazin-2-one 


576 


D-hiuoro-1 -[1 -(4-metnyI-naphthalene-1 -sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
ijt3ii£0[uj[ 1 ,ojoxazin-<^-onc 


577 


o-ivieinoxy-1 -[i -v^-metnyl-napntnalene-l -suiTonyl)-pipendin-4*yl]-1 ,4-dihydro- 


578 


5-Chloro-1 -[1 -{4-methyI-naphthalene-1 -sulfonyl)-plperidin-4-yll-1 ,4-dihydro- 


579 


5-Chloro-1 -[1 -(naDhthalene-1 -sulfonyl)-DiDeridin-4-vlM .4-dihydro-benzo[dl[1 .31oxazin-2-one 




o-onioro-1 -[1 -(naDntnaiene-2-sulfonyl)-p!perldin-4-yi|-1 ,4-dihydro-benzofd]ri ,31oxazin-2-one 


581 


5-Chloro-1 -[1 -(qulnoIine-8-sulfonvl)-plperidin-4«vll-1 .4-dihvdro-benzordiri .31oxazin-2-one 


582 


o-onioro- 1 -v^-cnioro- j-metnyl-Denzo[Djtniophene-2-sulfonyi)-pipendin-4-yl ,4-dihydro- 
benzoWin ,31oxazin-2-one 


583 


1 -11 -^DenzoLDjTriiQpnene-2-sulTonyl)-piperidin-4-ylj-5-chioro-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


584 


1 -n nDenzo[Djiniopnene-3-sulTonyl)-piperidin-4-yl]-5-chloro-1 ,4-dihydro-benzo[d][1 ,3]oxa2in- 
2-one 


585 


D-Dromo-i -Li -^4-metnyi-naphthalene-1 -sulfonyl)-pipendin-4-yl]-1 ,4-dihydro- 
benzofdin ,3]oxazin-2-one 


586 


ii-^nioro-4-Tiuoro-s>-[4-(8-metnyl-2-oxo-4H-benzo[d][1 ,3]oxazln-1 -yl)-piperidine-1 -sulfonyl]- 
benzoic acid 


587 


^-unioro-o-i4-^D-cnioro-^-oxo-4H-benzo[d][1 ,3]oxazin-1 -yl)-piperidine-1 -sulfonyl]-4-fluoro- 
benzoic acid 


588 


ii-v^nioro-4-Tiuoro-b-t4-(b-methyl-2-oxo-4H-benzo[d][1 .3]oxazin-1 -yl)-pipendine-1 -sulfonyl]- 
benzoic acid 


589 


^-unioro-^Tiuoro-&-i4-(^-oxo-4H-benzo[d][1 ,3]oxazin-1 -yl)-piperidlne-1 -sulfonylVbenzolc 


590 


z-onioro-^-Tiuoro-D-i4-(5-metnoxy-2-oxo-4H-benzo[d][1 ,3]oxazin-1 -yl)-piperidine-1 -sulfonyll- 

hnn7nio sr^iH 


591 


2-Chloro-5-[4-(5-chloro-2-oxo-4H-benzoIdl[1 ,3]oxazin-1 -yl)-piperidlne-1 -sulfonyl]-4-fluoro- 


592 


3-[4-(2-Oxo-4H-benzordl[1 .3loxazin-1-yl)-piperidine-1 -sulfonyll-benzoic acid 


593 


o-iH-io-rvieinoxv-^-oxo-4M-Denzordiri ,3]oxazin-1 -yi)-piperidme-1 -sulfonyll-benzoic acid 


594 


3-[4-(5-Chloro-2-oxo-4H-benzordiri ,3loxazin-1-vl)-piperidine-1 -sulfonyll-benzoic acid 


595 


1 -11 -iisoquinoiine-D-suiTonyi)-piperldin-4-yl]-8-methyl-1 ,4-dihydro-ben2o[d][1 ,3]oxazin-2-one; 

1 lyui Uwi iiui iviC? 


596 


6-ChIoro-1 -[1 -(lsoqulnoIine-5-sulfonyl)-piperidin-4-yl]-1 .4-dihydro-benzo[d][1 ,3]oxazin-2-one; 

1 lyui uoi iiui lUo 


597 


-[1 -(ISOQUinoline-5-SUlfonvn-DlDeridin-4-vI1-6-mfithvUl A-Hih\/rirn-h«»n7nrH1M '^1nyo7in.9 

one:hydrochloride 


598 


67-Difluoro-1 -ri -(auinollne-8-sulfonvl)-DiDeridin-4-yl]-1 .4-dihydro-benzo[d]ri .3]oxazin-2-one 


599 


1 -[1 -{5-Chloro-3-methyl-benzo[b]thiophene-2-sulfonyi)-piperidin-4-yi]-6,7-difluoro-1 ,4- 
dihydro-benzofdin ,31oxazin-2-one 


600 


6,7-DifIuoro-1.ri-(naDhthalene-1-sulfonvl)-DiDeridin-4-vll-1.4-dihvdro-ben2o[d]ri.3loxazin-2- 
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601 


one " ■ — 1 

^'^^ I' *'™H''">a>w«io-^-«uiTonyi;-pipendin-4-yij-i,4-ainyaro-b 


602 


1 -[1 •<BenzoIb]thiophene-2-sulfonyl)-pip8ridin-4-yl]-6.7-dtfIuorc>-1 ,4-clihyclro- 
benzo[diri.31oxazin-2-one 


603 


1-[1-(BenTO[b]thiophene-3-sulfonyl)-piperidin-4-yl]-6.7-difluoro-1.4-dihydro- 
Denzo[d]i1,3|oxazjn-2-one 


604 
605 


l'^^ -<^!?JI"5^hylamino-naphthalene-1 -sulfonyl)-piperidin-4-yl]-6.7-difluoro-1 .4-dihydro- 

Denzo[d][1 ,3joxazin-2-one 


606 


. ^ ^ »^»^J""**"'**^"'*'^ 5uiTonyi;-piperiain-4-yij-o 
benzoWin .31oxazin-2-one 


607 


1 -[1 -(Benzo[1 ,2.5]oxadiazoIe-4-sulfonyl)-pipericlin-4-yl]-6,7-difluoro-1 ,4-dihydro- 
benzo[d][1 ,31oxazin-2-one 


608 


benzord1[1.31oxazin-2-one 


609 

610 
611 


6J.DifluoroJ-n 
benzoWin ,31oxazin-2-one 

l-|l-<4-v.hioro-napntnalene-1 -sulfonvl)-DiDeridin-4-vll-1 .4-dihvdro-benzordiri .31oxazin-2-one 


612 
613 
614 


'°:"^P"^'^^'^"^''''^"'^°"^^'°^'''^'"-^v'^-''--^-<J'^^vdro-benzord1^ 

1-l1-(l-'lb6nZ0flJran-2-SljlfonvlVnin«>riHin-d t<l1 1 A-Aih\iArr\ Kf.n-.;~r^ir4 rti • i 

, \ ' ■^muiaii £. auimnyi;-piperioin-4-vii-i .4-ainydro-benzordl|1 ,31oxazin-2-one 

l-llH2,3-Dihydro-benzofuran-5-sulfonyl)-piperfdin-4-yl]-1,4<!ihydro-benzoId][1.3]oxazin-2- 

1 -[1 -(Biphenvl-2-sulfonvl)-piDeridin-4-vn-1 .4-dihvdro-benzordiri .31oxazln-2-one 


615 


. I. v%/ iwACL£Lui o yi uiiopnene-^-suiTonyi)-pipendin-4-ylj-1,4-dmydro«benzo[d][1,3]oxazin-2- 


616 


i \ , ^ ' -5uiTonyi;-piperiain-4-yil-o-metnyi-1 ,4-dihvdro- 
benzo[diri .31oxazin-2-one 


617 


1 -[1-(4-Fluoro-naphthalene-1 -sulfonyl)-piperidin-4-ylH-methyl-1 .4-dihydro- 
benzoidin .31oxazin-2-one 


618 


1j{HDibenzofuran-2^ulfonylHDiperidin-4-yll^met^^ 


619 
620 


u'^^ ■^2/f;P^i?y^''o-benzofuran-5-sul^^ .4-dihydro- 
benzoidlll 3loxazin-2-onia 

1 -[1 -(BiphenYl-2-sulfonyl)-piperidin-4-vn-8-methvl-1 .4-dihvdro-benzordU1 .31oxazln-2-one 


621 


u '-"-^"^^i-^yi-ii iiupi it;iie-^-suiTonyi;-pipenain-4-yi]-8-methyl-1 ,4-dihydro- 
benzo[d][1,3loxazin-2-one 


622 


5-ChIorO-1 -Fl 4-chlnro-n9nhth£ilAnA r^\w^^m\^i^ a a a — . 

w, J L • iiui w-i idpi uiidiene- 1 -suiTonyi;-pipericiin-4-yll-l ,4-dihydro- 
benzoidin ,31oxazin-2-one 


623 


5.Chloro-1 .[1 -(4-fluoro-naphthalene-1 -sulfonyl)-piperidin-4-ylM .4-dihydro- 
benzordiri.31oxazin-2-one 


624 


5.Chloro-1-[Hdibenzofuran.2-sulfonyl).piperidin-4-ylHAdihydro-benzo[^^ 
oriG 


625 
626 


lH2.3-dihydro-benzofuran-5-sulfonyl)-piperidin-4-yl]-1 .4-dihydro- 
benzord|[1,3loxazin-2-one 


627 


1-[1jBiphenyl-2-sulfonvl)-piperidin-4-vn-^hloro-1.4-dihvdro-benzordiri.31oxaa 

L. r^rJ ^ lowAo^ui o-yi-iniopn©ne-ii-suiTonyi j-pipendin-4-yll-1 ,4-dihydro- 
benzordl [1 .31oxazin-2-one 


628 


il ^""rJ^r'J'^'," ""i^"" '■'*""onyi;-pipenain-4-yij-e-methoxy-1,4-dihydro- 
benzofdin ,31oxazin-2-one 


629 


2"^^"^1r,^l!^°?""^P'^*'^^'®"®"''-®"'^°"y')-P'Peridin-4-yl]-8-methoxy-1.4-dihydro- 
benzordiri.31oxazln-2-one / • y 


630 


1-t1-(Dibenzofuran-2-sulfonyl)-piperidin-4-yl]-8-methoxy-1.4Klihydro-benzo[d][1.3]ox 


631 
632 


benzordiri.31oxazin-2-one ^ i.*»-«inyuro 


633 
634 


1-[1-(Bipheny|.2.sulfonyl)-piperidin-4-vl1-8-methoxv-1 .4-dihYdro-benzordiri .31oxazln-2-one 

l-[l-(5Jsoxazoi-5-yi-thiophene-2-sulfonyl)-piperidin-4-yl]-8-methoxy-1.4^ 
benzofdli1,31oxazin-2-one 

6-Chloro-1-ri-(4-chloro-naDhthalene-1 -sulfonvl)-DiDeridin-4-vll-1 ,4-dihydro- 
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635 


benzofdin ,31oxa2in-2-one 1 

benzordiri.31oxazin-2-one ' 


636 


6-Chloro-HHdibenzofuran-2-sulfonyl)-piperidin-4-yl]-1.4-dihydro-benzo[d][1.3]oxazin 


637 
638 




639 


D-UnlOrO-1-ri -1 5-ISOXazol-S-vUth1nrkhAno O ei ilf/^rA«#l\ r^\w^^»i^'.^ a — j, m ^ j.. . 

benzo|dli1.3loxazin-2-one 


640 


. ^ ^•^'««H»Hiieiiciio 1 suiTanyi;-pipenain-4-yij-o-metnyi-1,4-dihvclrc>- 
benzo[dii1,3loxazin-2-one 


641 


benzo[diri.31oxa2in-2-one 


642 


H1-{Diben2ofuran-2-sulfonyl).plperidln-4.^^^^ 


643 
644 


ben2ord][1,3joxazin-2-one 
1>[HBiphenyl-2-sulfonyl)-piperidin-4>^^^^^ 


645 


1 t1 *(b-lSOXazol-&-V1-thionhenPk.O.Qi ilf/^rfc^w^ >%g.^^»:^;— a g» ai^-j ^ \ . 

t- r-lfr^ JT, ^ """H"ene-^-5uiTonyi;-pipenain-4-yij-o-methyl-1,4-<lihydr^ 
benzo[d][1.3]oxazin-2-one 


646 


II v^T]-""*^^^ ''*"H""iai«ne-i-buiTonyi;-piperiain-4-ylj-D,7-difluoro-1,4-dihvdr^^ 
benzofdin .3]oxazin-2-one 


647 


67-Difluoro-1 -[1 -<4.fluoro-naphthalene.1 -sulfonyI)-p[peridin-4-ylM ,4-dihydro. 
benzofdin, 31oxazin-2-one 


648 


1-[1-(Diben2ofuran.2-sulfonyl)-piperidin-4-yl]-^,7Klffluoro^ 


649 
650 


1 -[1 -(2,3-p,hydro-benzofuran-5-sulfonyl)-piperidin^^^^^ ,4-dihydro- 
Denzo[d][1 ,3joxazin-2-one 


651 


r_r,;^X., ^ i»uAciz;ui o-yi-iniopnene-i(£-suTOnyi)-pipendii>^yl]-1,4-<lihvdro- 
ben2o|diri,3]oxa2in-2-one 


652 




653 


L r !,rT ^ "'^'•^"i ' »^>^J^"'«Q'«2oie-4-suiTonyij-piperiajn-4-yij-1 ,^ 
benzofdin .31oxazin-2-one 


654 


one »y>-"wAazoie-^suiTonyij-pipend(n-4-ylj-l ,4-dihydro-benzo[d][1 ,3]oxazin-2- 


655 


benzofdin, 31oxazin-2-one ^ 


656 


u rL^r J A, V »yoenzoLi »^,ojiniaaiazoie-4-suiTonyl)-pipendin-4-yl1-1 ,4-dihydro- 
benzordin.31oxazin-2-one 


657 


I \^,^^iiiic;uiyi iWArt^uie-*f-5uiTonyi;-piperiain-4-yi]-o-metny!-1,4-dlhvdro- 
benzofdlf 1 ,31oxazin-2-one 


658 


6-CnlorO-1-f1-(1 2-dimPth\/l-1 H-imlHa"y/ilo_>l eiiffnntj!\ t-ktr^j^-j^iM. >i . n *t if — , 

1^ r-^rJ V ''^ """*="'y' »nHmiaazoie-^-suiTonyi)-pipendin-4-yn-1,4-d hvdro- 
ben2ordin.3]oxazln-2-one ^ 


659 


u r^rJ ^ . ^ "en^on t^»ojiniaaiazoie-4-suiTonyi)-piperidin-4-yl]-1 ,4-dihvdro- 
ben2ordlf1.3loxazin-2-one 


660 


L rlCrJ , v"^i^-^ii»icuiyi idOAa2oie-4-suiTonyi^pipendln-4-yt]-1,4-dihydro- 
benzofdlfl ,3]oxazin-2-one 


661 


I. rj^rlTl, ^ ■''""'""«*^"»^^"SuiTonyi;-pipenain-4-ylj-8-methoxy-1,^ 
benzofdin .3]oxazin-2-one 


662 


benzofdin .SloxS'l^ne .^.°J^n'aa'azoie-4.suiTonyl)-p.pend.n-4-yl]-1 .4-dihydro- 


663 


2'^^ ■<^;^?""«*y'-'soxazole-4-sulfonyl)-piperidin-4-yl]-8-methoxy-1 .4-dihydro- 
benzo[diri,31oxazin-2-one iwy i.^inyaro- 


664 


5-Chloro-1-[l-(i .2^imethyl-1 H-imidazole-4-sulfonyl)-piperidin-4-yl]-1 .4-dihydro. 
benzord|f1.31oxazin-2-one 


665 


beSSl\?lSn.?Ce"'°^^ 
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666 


v>-v^niaro i ii-w,o-aimeinyHsoxazoie-4-sulfonyi)-piperidin-4-yI]-1, 
benzordin ,3]oxazin-2-one 


667 


1 I i-v 1,^ ^"'■^^■■y'^n-imiaazoie-4-suiTonyl)-pipendin-4-yl^ 
benzordin ,31oxazin-2-one 


668 


o-iviemyi i \^ -^o-metnyi-Denzo[l ,2,o]thiadiazole-4-sulfonyl)-pipendin-4-yl]-1 ,4-dihydro- 
benzofdin .31oxazin-2-one 


669 


1 ii-\o,o i-^>meinyi-isoxazoie-^suiTonyi}-pipendin-4-yl]-6-methyl-1.4-aihydro' 
benzoMin .3]oxa2in-2-one 


670 


I 11-^1,^ ^'"•einyi-immiaazoie-4-suiTonyl)-pipendin-4-yl]-6-fluoro-1,^ 
benzofdin .3]oxa2in-2-one 


671 


o riuuru i I i-v^"meinyi-Denzoii,z,ojtniaaiazole-4-sulfonyl)-pi^ 
benzordin ,31oxa2ln-2-one 


672 


1 1 1 v^*^>^(i*>^(nyiHsoxazoie-^suiTonyi}-piperiain-4-ylj^ ,4-dinydro- 
benzordin .31oxazin-2-one 


673 


1 LI uimeinyi-iM-imiaazoie-4-sulfonyl)-piperidin-4-yl]-6,7^ 


674 


o, LdrifiuorQ- i-ti-^o-meinyi-Denzoii ,i£,ojtniadiazole-4"Sulfonyl)-pipertdin-4-yl]-1 ,4'-dihydro- 
benzordiri .31oxazin-2-one 


675 


1 li i-^iNieinyiHsoxazoie-4-suiTonyi)-piperiain-4-yl]-o,7<lifluoro-1 ^ 
benzordin .31oxazin-2-one 


676 


' L ' A^^»>'"«^napninaiene-i-suiTonyi>-Piperiam-4-yl]-l ,4-dihydro-benzordiri ,3]oxazin-2-one 


677 


1 -[1 -{5-Chloro-naDhthalene-2.sulfonyl)-piperidin-4-vll-1 .4-dihvdro-benzordiri .31oxazin-2-one 


678 


iN-^o-t^-^^-uxo-^M-Denzoiaj[i,3]oxazin-1-yl)-pipendine-1-sulfonyl]-naphthalen-1-ylV 
acetamide 


679 


1 L< v^^nioro-napninaiene-i-suiTonyi)-pipendin-4-ylj-o-mem 
benzordin ,3]oxazin-2-one 


680 


1 I i-^o ^nioro-napninaiene-ii-suiT0nyi)-piperidin-4-yij-o-metnyl-1,4-d!h 
benzordin ,31oxazin-2-one 


681 


IN to iH-^o «vieinyi-zH>xo-4H-Denzo[a][l,3joxazin-1-yl)-piperidine-1-sulfonyl]-naphthal^ 
acetamide 


682 


o v-rniuro- 1 i^oK;nioro-napntnaiene-i-suifonyl)-piperidin--4-yl]--1 ,4-dihydro- 
benzordin ,31oxazin-2-one 


683 


o-oiiioro- 1 -L • -v*5 cnioro-napntnaiene-2-sulTonyl)-pipendin-4-yl]-1 ,4-dihydro- 
benzordin ,3]oxazin-2-one 


684 


iN-^o-i*f-to-onioro-^-oxo-4H-Denzotdj[l ,3]oxazin-1 -yl)-piperidine-1 -sulfonyll-naphthalen-1 -yl)- 
acetamide 


685 


1 1 1 w-v^nioro-napninaieneM-suiTonyl)-pipendin-4-ylj-8-methoxy-1,4<lihydr^^ 
benzordin ,31oxazin-2-one 


686 


1 1 1 ^nioro-napnmaiene*2-suiTonyi}-i3iperidin-4-yl]-^methoxy--1 ,4-dihydro- 
benzordin .31oxazin-2-one 


687 


iN-^o L^~lo-Meinoxy-2-oxo-4H-Denzo[a][1 ,3]oxazin-1 -yl)-pipendine-1 -sulfonyl]rnaphthalen-1 - 
yl}-acetamide 


688 


uimeinyi-4-i4-vo-metnyi-2-oxo-4H-benzo[d]ri ,3]oxa2in-1 -yl)-pipendine-1 -sulfonyll-furan- 
3-carboxvlic acid methyl ester 


689 


o ivminyi 1 -[ 1 "V^KJxo-^, j<iinyaro-Denzotnia20le-6-sulfonyl)-piperidin-4-yll-1 .4-dihvdro- 
benzofdin .31oxazin-2-one 


690 


1 11 V** riuuro-o-meinyi-DenzenesuiTonyi)-pipendin-4-ylj-^-metiiy!-1,4-dihydro- 
benzordin .31oxazin-2-one 


691 


o meuiyi i 1 1 •^4iK)xo-z,oKimyaro-Den2ooxa20le-6-suifony!)-pipendm-4-yll-1 ,4-di 
benzordin .31oxazin-2-one 


692 


I I ^ycionexyi-DenzenesuiTonyij-piperiain-4-ylj-o*methyl-1,4-dihiydro- 
benzordin .31oxazin-2-one 


693 


uimeinyi-^[4-tz-oxo-4H-Denzo[aj[l ,3joxazin-1 -yl)*piperidlne-1 -suIfonylHuran-3- 
carboxvlic acid m^thwl ocfor 




1-ri -{4-Fluoro-3-methyl-ben2enesulfonyl)-p[peridin-4-vn-1 4-dihvdro-benzordiri ^^loYarin-^- 
one 


695 


1 -ri -(2-Oxo-2.3-dihydro-benzooxa2ole-6-sulfonyl)-piperidin-4-yl]-1 ,4-diliydro- 
benzordin ,31oxazin-2-one 


696 


1 -ri -(4-Cyclohexvl-benzenesulfonvl)-piperidin-4-vlM .4-dihvdro-benzordiri .31oxa2in-2-one 


697 


z-l-iuoro.5-[4-(8-methv|.2K)xo-4H-ben2ordiri .Sloxazin-I -vlVDiDeridine-1 -suifonvll-benzoic 



155 



wo 2005/014589 



PCT/EP2004/008S07 



698 
699 


acid 

2.Fluoro-5-[4-(2-oxo-4H-benzordlf1 .31oxa2in-1 -vl Voiperidine-I -sulfonyll-benzoic acid 
1 -[1 -{2-Oxo-2,3-dihydro-benzothiazole-6-sulfonyl)-piperidin-4-yl]-1 4-diliydro- 
benzordlh .31oxazin-2-one 


700 
701 


1 -[1 -{5-Pyrldin-2-yl-thiophene-2-sulfonyl)-piperidin-4-y!]-1 ,4-dlhydro 
-benzofdiri ,31oxazin-2-one 


702 


.3J4:^(2-Oxo-4H-benzordiri.3loxazin-1-vl>-piperidine-1-sulfonvll-benzonitrile 
3-[4-(2-Oxo-4H-benzoCd]t1 .3]oxa2in-1 -yl)-plperidine-1 -sulfonyll-thiophene-2-carboxyllc add 

metiiyl ester ^ » r j 


703 


1 -{5-[4-(2-Oxo-4H-benzo[d][1 ,31oxazin-1 -yl)-piperidlne-1 -suifonyl]-naphthalen-1 -yl)- 
pyrrolidine-2.5-dione »- 


704 
705 


1 -[1 -{2-Chloro-5-trifluoromethyl-benzene8ulfonyl)-piperidln-4-yl]-1 ,4-dihvdro- 
benzoWin .31oxazin-2-one 


706 
707 


tt-Metnyi-1 -(5-pyridin-2-yl-thtophene-2-sulfonyl)-piperldin-4.yl]-1 ,4-dihydro- 
benzo[diri,31oxazin-2-one 


708 


3J4:^iyiethyl-2-oxo-4H-benzordiri .3toxa2in-1 -vD-Dloerldine-l -sulfonyll-benzonitrile 

i^y^ ivi^uiyi ^-wAu-Hn uen£oiajit,ojoxazin-i-yi)-pipenaine-l-suiTonyn 
carboxylic acid methyl ester 


709 


1 -|5-r4-(8-Methvl'-2>OXO-4l-l-hAn7nrHiri ^Irtva-rin i \A\ r\!r\AvS^SnA «l m.iU^^. ^1 -^^ ^uai_ i ^ j-* 

*• v.. '*»^"'y» ^-uAu-Hn oenzoiajii,ojoxazin-i-yi;-pipendine-1-sulTony1]-naphthalen-1-vlV 
pyrrolidme-2.5-dione ^ j^/ 


710 


• i" V*- *^""»uuiunimnyi-DenzenesuiTonyi;-piperiain-4-yll^^ 
benzo[d][1,3loxazin-2-one 


711 


1 -[1 -(3,4-Dimethyl-benzenesulfonyl)-piperidin-4-yl]-8-methyl-1 .4-dihydro- 
benzo[d][1 , 31oxazf n-2-one 


712 


5-Chloro-1 -[1 -(5-pyridin-2-yl-.th[ophene-2-sulfonyl)-piperldin-4-yll-1 .4-dlhydro- 
benzo[dl[1 ,31oxazln-2-one 


713 


3-[4-(5-Chloro-2<>xo-4H-benzordiri.31oxazin.1-vlV-Diperidine-1-sulfonvn-benzonitrile 


714 


3-|4"l5-CnlOrO-2-OXO-4H-hpn7nrHir'1 ^IftVaTin-i \A\ nir\Ari/4i>-kA H oi if-r^M. 4.u:^«i.u^^^ o 

i^-T iiwi vy-*.-wyvv>r-*ti t i^u[uj[ 1 ^ojoxazin-i 'yi^-piperiQine-1 -suiionyiMniopnene'-2^ 
carboxylic acid methyl ester 


715 


^ .7T> ii'Ji w-^-uAu-**n Denzo[ajLi iOjoxazin-i-yi^piperidine-1-sulTonyl]-naphthalen-1-v^V 
pyrrolidine-2,5-dione r j^/ 


716 


5-Chioro-1 -[1 -(2-chloro-5-trifluoromethyl-benzenesulfonyl)-piperidin-4-yl]-1 .4-dihvdro- 
benzo[d]ri.31oxazin-2-one 


717 


5-Chloro-1 -[1 -{3,4-dimethyl-benzenesulfonyt)-piperidin-4-yl]-1 .4-dihydro- 
benzo[dl[1 ,3]oxazin-2-one 


718 
719 


6-MethyM -[1 -{6-pyridin-2-yl-thiophene-2-sulfonyl)-piperidln-4-yl]-1 .4-dihydro- 

benzordltl .31oxazin-2-one 

3J4:{6MV!ethyl-2K)xo-4H.benzor^ 


720 


3-r4-(6-Methvl-2-oyo-4H-.hpnTnrHiri '^Irkvo-yin i %/i\-r\irxA>>:<4:mA -1 .i.r«^M.. ji i_ ' '"' 

ivi^uiyi ^-^Au-*tri-uBnio|.aj[ i,ojoxazin-i-yi/-pipenaine-l-sulfonyi]-thiophen 
carboxylic acid methyl ester 


721 


1"^^5''r4-f6-Methvl-2-oxo-4H-hp»n7nrHiri '^irtva-yin a \a\ nSr^Avij-^iMA a ^ ji 
^ uAu-H-n ui^rizo[aj[ 1 fOjoxazin-i-yi^-piperidjne-i-sulfonylj-naphthalen-l-vlV- 
pyrrolidine-ZS-dione ^ ^ 


722 


1-[1-(2-Chloro-5-trifluoromethy|.benzenesulfonyl)-piperidln-4-yl]-6-methyl-1,^ 
benzordiri.3]oxazin-2-.one 


723 


1 -[1 -(3,4-Dimethyl-benzenesulfonyl)-piperidln-4-yl]-6-methyl-1 ,4-dihydro- 
benzofdin .31oxazin-2-one 


724 
725 


6-Chloro.1-[1-(5-pyridin-2-yl-thiophene-2-sulfonyl)-plperidin-4-yI]-1,4-dih 
benzo[dlF1.3loxazin-2-one 


726 


3-[4-(6-Chioro-2-oxo-4H-benzord1f1 .31oxa2in-1 -vl)-DiDeridlne-1 -suifonyil-benzonitrile 

3-r4-(6-ChlOrO-2-OXO-4H-h^n7nrriiri ^Invo^in i r\!rkA»4^ir«A H ^iiIT^m.JI 4Ui^^u..^ ' 

T ^ ^ v^Au-*tn ueri£ULajii,ojoxazin-i--yi;-pipendine-l-sulTonyl]-thlopnene-2- 
carboxylic acid methvl ester 


727 


1-{5.[4-(6-Chloro-2-oxo-4H-benzo[d][1,3]oxazin-1-yl)-plperW 
pyrrolidine-2.5-dione ^ 


728 


6-Chloro-1 -[1 -(2-chloro-5-trif!uoromethyl-benzenesulfonyl)-piperidin-4-ylH .4-dihvdro- 
benzoMin .31oxazin-2.one ^^^^ ^ ^ ' oinyoro- 


729 

730 
731 


6-Chloro-1 -[1 -{3.4-dimethyl-benzenesulfonyl)-plperidin-4-yl]-1 .4-dihydro- 
benzordin .31oxazin-2K)ne 

JLJH5-Methyl-isoxazole-4-sulfonvlVDiDeridin-4-vn-1,4^ 

i-lM:^,z-uimethyl-chroman-6-sulfonvlVpiperidin-4-vl1-1.4-dihvdro-benzo[diri.31oxazin-2^ 
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732 


1 -LI -i^-ivieinyi-^,4-ainyaro-2H-Denzo[1 ,4]oxazine-7-sulfonyl)'pipendin-4-yl]-1 ,4-dihydro- 
benzofdlf 1 ,3]oxazin-2-one 


733 


1 -I I -^^,o-uinyaro-Denzoii ,4jdioxine-6-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzordin .3]oxazin-2-one 


734 


1 IT -1 1 ,o,o- 1 nmetnyi-1 n-pyrazole-4-sulfonyl)-pipendin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


735 


i-t 1 -v^*vieinyi-z-oxo-z, j-ainydro-DenzooxazoIe-6-sulfonyl)-pipendm-4-yl]-1 ,4-dihydro- 
benzo[diri .3]oxazin-2-one 


736 


o ivieinyi- 1 i -v*>~»"6inyi-isoxazole-4-sulTonyl)-pipendin-4-yl]-1 ,4-dihydro- 
benzo[d]ri ,3]oxazin-2-one 


737 


1 1 1 v^,^-uimeinyi-cnroman-D-sulTonyl)-pipenain-4-yl]-8-methyl-1 ,4-dihydro- 
benzo[diri . 31oxazin-2-one 


738 


o-ivieinyi-1 -ii n^-meinyi-3,4-aihyaro-2H-benzo[1 .4]oxazine-7-sulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzofdin ,31oxazin-2-one 


739 


' -^^.^-i-^inY9ro-;Denzo[i ,4]dioxine-o-sulfonyl)-piperidirv4-yl]-8-methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 


740 


o-ivieinyi- i-t i-^i ,*5,o-tnmeihyl-l H-pyrazole-4-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[d][1 .3]oxazin-2-one 


741 


o-ivieinyi- 1 -\\ H^-metnyi-2-oxo-2,3-dihydro-benzooxazole-6-sulfonyl)-piperidin-4-yll-1 A- 
dihydro-benzo[diri .31oxazin-2-one 


.742 


c>-Meinoxy-T -[i -(i ,^,5-tnmetnyl-1 n-pyrazole-4-sulfonyl)*piperidin-4*yl]-1 ,4-dihydro- 
benzo[d]f1,3]oxazin-2-one ' 


743 


o-meinoxy-i -ii -(o-metnyi-2-oxo-2,3<Jihydro-benzooxazole-6-sulfonyl)-piperidin-4-yl]-1 ,4- 
dihydro-benzo[diri.31oxazin-2-one 


744 


\ -1 1 nDenzo[ajisoxazoi-^yimetnanesulfonyl)-pipendm-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2~on© 


745 


1 -[1 -(2,2.4,67-Pentamethyl-2.3-dihydro-benzofuran-5-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 


746 


6-Methyl-5-[4-{2-oxo-4H-benzo[d][1,3]oxazin-1-yl)-piperldine-1"Sulfonyl]-1H^ 
dtona 


747 


1 L» ivieuiyi MuinoMne-o-suiTonyi)-piperiain-4-vn-l ,4<lihydro-benzo[d][ 


748 


1 -[1 -(2,2,57,8-Pentamethyl-chroman-6-sulfonyl)-piperidin-4-yl]-1 ,4Hiihydro- 


749 


1 .4-Dimethy1-6-[4-(2-oxo-4H-benzo[dl[1 .3]oxazin-1-yl)-plperidlne-1-sulfonylV1 ,4-dihydro- 


750 


-(1 H-lmidazole-4-suIfonyl)-DiDeridin-4-vn-1 ,4-dihvdro-benzordiri ,31oxazin-2-one 


751 


i-L i-i^-^xo-1 ,ii,>3,4-ietranyaro-quinoline-6-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 
benzo[dl[1 ,31oxazin-2-one 


752 


' -l^-v^-^xo-4M-Denzo[ajii , jjoxazin-i -yi )-pipendine-1 -sulfonyl]-1 .S-dihydro- 
benzorblf 1 .41diazeDine-2.4-dione 


753 


o-ivieinyi-i j-meinyi-quinoiine-&-sulfonyi}-pipendin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2-one 


754 


o-onioro- 1-1,1 -^^-mexnyi-qutnoiine-6-suironyl)-pipendin-4-yl]-1 ,4-dihydro-benzo[d][1 .3]oxazin- 


755 


5-Chloro-1 -[1 -(3-methyl-quinoline-8-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro-benzo[d][1 ,3]oxazin- 
2''On6 


756 


8-Methoxy-1 -[1 -(3-methyl-quinollne-8-sulfonyl)-piperidin-4-yl]-1 ,4-dihydro- 


757 


_Ljj_Ar^yriairie-^-suiTonvihpipenain-4-vij-i ,4-ainvaro-benzo[dj[1 ,3]oxazin-2-one 


758 


1 -11 -(6.7-Dihydroxy-naphthalene-1 "Sulfonyl)-piperidin-4-yI]-1 .4-dihydro-benzo[d][1 ,3]oxazln- 
2— ona 


759 


Acetic acid 3-acetoxy-5-C4-<2-oxo-4H-ben2o[d][1 ,3]oxazin-1-yl)-piperidine-1-sulfonyll- 


760 


H-Benzoimidazole-2-sulfonvl)-plperidin-4-vlM .4-dihydro-benzord][1 .31oxazin-2-one 


761 


1 -[1 -(1 H-BenzoimidazolG-2-SLllfonvl VDiDeridin-4-vn-ft-iniathrivw-1 A^ihwHr/\_ 

benzo[d][1 ,31oxazin-2-one 


762 


1 -[1 -(1 H-Benzo[midazole-2-sulfonyl)-piperidin-4-yl]-5-chloro-1 ,4-dihydro- 
benzo[d][1 .31oxazin-2-one 


763 


1 -[1 -(2.5-Dimethoxy-benzenesulfonyl)-piperidin-4-yl]-6-fluoro-1 ,4-dihydro- 
benzoWin .31oxazin-2-one 
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764 


i-L i-Vz,o-uimeinoxy-DenzenesuiTonyi)-pipenain-4-yy ,4-dihydro- 
benzofdin .31oxazin-2-one 


765 


1 1 1 v^i*^i^iiiieuiuAy-oenzene5uiTonyi)-piperidin-4^yl] 
benzo[d][1 .31oxazin-2-one 


766 


iiulu- i-i i~v^«^^'i>i6ti>oxy-DenzenesuiTonyi)-pipendin-4-ylj- 
benzofdin ,3]oxazin-2-one 


767 


1 1 1 '^«-r-i^inicu lyiamino-napninaiene-i-suiTon ,4-dihydro- 
benzoWin .31oxazin-2-one 


768 


u-onioro- 1 -i i-io-aimeinyiamino-napntnaiene-1-sulfonyi^^ ,4-dinydro- 
benzofdin .3]oxazin-2-one 


769 


iiui u- 1 1 1 iioro-napriinaiene- J -suiTonyi j-pipendin-4-yl]-l ,4-dihyQro- 
benzofdin ,3]oxazln-2one 


770 


1 L ' "Vv^v-zi iiuru-iidpninaiene- 1 "SuiTonyi^pipenain-4-ylj-o-nrietnyl--1 ,4-ainydro- 
benzofdlfl ,3]oxa2in-2-one 


771 


1 11 v9-^niurQ-napninaiene-i-suiTonyi)-ptpendin-4-yij^ 
benzoWin .3]oxazin-2-orie 


772 


D-onioro- 1 -[1 -^D-cnioro-napntnaiene-2-sutTonyl)-pipendin^-yl]-1 ,4-dihydro- 
benzordin .3]oxazin-2-one 


773 


i-l 1 -vo-v^nioro-napnxnaiene-z-suiTonyi)-pipendm-4-yl]-6-meth ,4-dihydro- 
benzo[d][1 ,3]oxazin-2-one 


774 


1 -i 1 -v^'^nJoro-napninaiene-z-suiTonyi }-piperidin-4-ylj-o-fIuoro-1 ,4-dihydro- 
benzoWin ,3]oxa2in-2-one 


775 


o ivieinyi- 1 t -\o-meinyiK:|uinoiine-o-suironyi}-piperidin-4-yij-1 ,4-dihydro-Denzo[d][1 ,3]oxazin- 
2-one 


776 


u riuui u- 1 "1 1 -*\o-meinyi-quinoiine-o-suiTonyi^piperidin-4-yij-i ,4-dinydro-Denzo[d][1 ,3]oxazin- 
2-one 


777 


u, f L/iiiuulu- 1""! {"-^^ nieLnyiK;]uinoiine-o-suiTonyi/-piperiQin ,4-dinydro- 
benzofdin .3]oxazln-2-one 


778 


o oiiiuru- 1 -J, 1 -vo-meinyf-^-oxo-^,oK3inyaro-Denzooxazoie-o-sulTonyl)-piperiain-4-^ ,4- 
dihydro-benzo[dK1,3loxazin-2-one 


779 


o ivieinyi- i-i i-^o-meinyi-ii-oxo-^,^-ainydro-Denzooxazole-^-suiTonyl)-piperidin-^^ 
dihydro-benzo[dlf1 .31oxazin-2-one 


780 


D riuuro- 1-[ i-'V'^ ii>6tnyi-z-oxo-^,d-dinydro-Denzooxazole-o-sulTO ,4- 
dihydro-benzofdin ,31oxazin-2"One 


781 


D, f uiTiuoro-1 -[1 -io-meinyi-z^xo-<^,o<iinydro-Denzooxazole-6-suiTonyl)-pip ,4- 
dihydro-benzofdin .31oxazin-2-one 


782 


o-v^nioro- I-l i-^o-meinyi-^:-oxo-ii,o-dinyaro-DenzooxazoIe-6-sulfonyl ,4- 
dihydro-benzofdlfl .31oxazin-2-one 


783 


o \-/nioro- 1 -[1 -^^-meinyi-^5,4-ainydro-^H-Denzo[1 ,4]oxazine-7-sulTonyl)-pipendin-4-yl]-1 ,4- 
dihydro-benzordin .31oxazin-2-one 


784 


o-ivieinyi-1 -li -(4-metnyi-o,4-dinydro-2H-DenzoI1 ,4joxazine-7-sulfonyl)-pipendin-4-yl]-1 ,4- 
dihydro-benzo[d][1 .31oxazin-2-one 


785 


6-Fluoro-1 -[1-(4-methvl-3.4-dihvdro-2H-benzori 41oxazine-7-fiulfnnvlV-n1npriHin^\/ll-i d~ 
dihydro-benzordiri.31oxazin-2-one 


786 


8-Methoxy-1 -[1 -(4-methyl-3.4-dihydro-2H-benzo[1 .4]oxazine-7-sulfonyl)-piperidin-4-yl]-1 .4- 
dihydro-benzofdin .31oxazin-2-one 


787 


5-Chloro-1 -[1 -(4-methyl-3,4-dihydro-2H-benzo[1 .4]oxazine-7-suIfonyl)-plperidin-4-yl]-1 ,4- 
dihydro-benzoFdin .31oxazin-2-one. 
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Preferably, the compound 1-[[(7.7-dimethyl-2-oxobicyclo[2.2.1lhept-1- 
yl)methyl]sulfonyl]-4-(2-oxo-2H-3,1-benzoxazin-1(4H)-yl-piperidine may be excluded. 
More preferably, the compound 1-[[(7,7-dimethyl-2-oxobicyclo[2.2.1]hept-1- 
yl)methyllsulfonyl]-4-(2-oxo-2H-3.1-benzoxazln-1(4H)-yl-piperldine, salts thereof and 
solvates thereof may be excluded. 

The compounds of general formula (lb), their stereoisomers, corresponding salts and 
corresponding solvates may be obtained analogously by the methods described 
above for compounds of general. formula (l). For details of the process reference is 
made to the description given above for compounds of general formula (I). 

Thus, In another aspect the present invention relates to a process for the preparation 
of benzoxazinone-derived sulfonamide compounds of general formula (lb) given 
above, which comprises reacting at least one piperidine compound of general 
fomiula (lib), wherein R^" to R®" have the meaning given above and/or a salt, 
preferably a hydrochloride salt, thereof. 




(lib) 

with at least one compound of general formula (lllb), 
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ll/CI 

(lllb) 

wherein has the meaning given above, in a suitable reaction medium, optionally 
in the presence of at least one base and/or at least one auxiliary agent. 

In a further aspect the present invention relates to a process for the preparation of a 
physiologically acceptable salt of the benzoxazlnone-derived sulphonamide 
compounds of general formula (lb) given above or a corresponding stereoisomer 
thereof, characterized In that at least one compound of general formula (lb) having at 
least one basic group is reacted with at least one acid, preferably an inorganic or 
organic acid, preferably In the presence of a suitable reaction medium. 

In a further aspect the present invention relates to a process for the preparation of a 
physiologically acceptable salt of the benzoxazlnone-derived sulphonamide 
compounds of general formula (lb) given above or a corresponding stereoisomer 
thereof, characterized in that at least one compound of general formula (lb) having at 
least one acidic group Is reacted with at least one base, preferably in the presence of 
a suitable reaction medium. 

In yet another aspect the present invention relates to a pharmaceutical composition 
comprising at least one benzoxazlnone-derived sulphonamide compound of general 
formula (lb) given above, optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in fonm of a mixture of at least two of 
its stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or a 
physiologically acceptable salt thereof, or a solvate, respectively, and optionally one 
or more pharmaceutically acceptable adjuvants. 
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In yet another aspect the present invention provides for a medicament comprising at 
least one benzoxazlnone-derived sulphonamlde compound of general formula (lb) 
given above, optionally in form of one of Its stereoisomers, preferably enantiomers or 
diastereomers, Its racemate or In form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or a 
physiologically acceptable salt thereof, or a solvate, respectively, and optionally one 
or more pharmaceutlcally acceptable adjuvants. 

The medicament of the present invention Is suitable for the prophylaxis and/or 
treatment of disorders that are at least partially mediated via S-HTe-receptors. 

In particular, the medicament of the present invention is suitable for the prophylaxis 
and/or treatment of food intake disorders, preferably for the regulation of appetite, for 
the maintenance, Increase or reduction of body weight, for the prophylaxis and/or 
treatment of obesity, for the prophylaxis and/or treatment of bulimia, for the 
prophylaxis and/or treatment of anorexia, for the prophylaxis and/or treatment of 
cachexia, for the prophylaxis and/or treatment type II diabetes (non-Insulin 
dependent diabetes mellltus). 

Also In particular, the medicament of the present Invention Is suitable for the 
prophylaxis and/or treatment of gastrointestinal disorders, preferably Irritable colon 
syndrome; for the prophylaxis and/or treatment of disorders of the central nervous 
system; for the prophylaxis and/or treatment of anxiety; for the prophylaxis and/or 
treatment panic attacks; for the prophylaxis and/or treatment of depression; for the 
prophylaxis and/or treatment of bipolar disorders; for the prophylaxis and/or treatment 
cognitive disorders, preferably memory disorders; for improvement of cognition (for 
cognitive enhancement); for the prophylaxis and/or treatment of senile dementia; for 
the prophylaxis and/or treatment of psychosis; for the prophylaxis and/or treatment 
neurodegenerative disorders; preferably selected from the group consisting of 
Mortjus Alzheimer, Mortius Parkinson, Morbus Huntington and Multiple Sclerosis; for 
the prophylaxis and/or treatment of schizophrenia or for the prophylaxis and/or 
treatment hyperactivity disorder (ADHD, attention deficit, hyperactivity disorder). 
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Another aspect of the present invention is the use of at least one benzoxazinone- 
derived sulphonamide compound of general fonnula (lb) given above, optionally in 
fomn of one of its stereoisomers, preferably enantiomers or diastereomers, its 
racemate or in form of a mixture of at least two of its stereoisomers, preferably 
enantiomers or diastereomers, in any mixing ratio, or a physiologically acceptable 
salt thereof, or a solvate, respectively, for the manufacture of a medicament for 5-HT6 
receptor-regulation, in particular for the manufacture of a medicament for the 
prophylaxis and/or treatment of disorders that are at least partially mediated via 5- 
HTe receptors.. 

Prefemed Is the use of at least one benzoxazinone-derived sulphonamide compound 
of general formula (lb) given above, optionally in forni of one of its stereoisomers, 
preferably enantiomers or diastereomers. its racemate or in fomi of a mixture of at 
least two of its stereoisomers, preferably enantiomers or diastereomers, in any 
mixing ratio, or a physiologically acceptable salt thereof, or a solvate, respectively, for 
the manufacture of a medicament for the prophylaxis and/or treatment of food intake 
disorders, preferably for the regulation of appetite, for the reduction, increase or 
maintenance of body weight; for the prophylaxis and/or treatment of obesity, for the 
prophylaxis and/or treatment of bulimia, for the prophylaxis and/or treatment of 
anorexia; for the prophylaxis and/or treatment of cachexia; or for the prophylaxis 
and/or treatment of type II diabetes. 

Also prefen-ed is the use of at least one benzoxazinone-derived sulphonamide 
compound of general formula (lb) given above, optionally in fonn of one of its 
stereoisomers, preferably enantiomers or diastereomers, its racemate or in form of a 
mixture of at least two of its stereoisomers, preferably enantiomers or diastereomers, 
in any mixing ratio, or a physiologically acceptable salt thereof, or a solvate, 
respectively, for the manufacture of a medicament for the prophylaxis and/or 
treatment of of gastrointestinal disorders, preferably initable colon syndrome; for the 
prophylaxis and/or treatment of disorders of the central nervous system; for the 
prophylaxis and/or treatment of anxiety; for the prophylaxis and/or treatment panic 
attacks; for the prophylaxis and/or treatment of depression; for the prophylaxis and/or 
treatment of bipolar disorders; for the prophylaxis and/or treatment cognitive 
disorders, preferably memory disorders; for improvement of cognition (for cognitive 
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enhancement): for the prophylaxis and/or treatment of senile dementia; for the 
prophylaxis and/or treatment of psychosis; for the prophylaxis and/or treatment 
neurodegenerative disorders; preferably selected from the group consisting of 
Morbus Alzheimer, Morbus Parkinson, Morbus Huntington and Multiple Sclerosis; for 
the prophylaxis and/or treatment of schizophrenia; or for the prophylaxis and/or 
treatment hyperactivity disorder (ADHD, attention deficit, hyperactivity disorder). 

The medicament according to the present Invention may be in any form suitable for 
the application to humans and/or animals, particularly mammals, including humans, 
and can be produced by standard procedures known to those skilled in the art. The 
composition of the medicament may vary depending on the route of administration. 

The preparation of corresponding pharmaceutical compositions as well as of the 
formulated medicaments may be carried out by conventional methods known to 
those skilled in the art, e.g. from the tables of contents from ..Phannaceutics: the 
Science of Dosage Fomis", Second Edition, Aulton, M.E. (Ed.) Churchill Livingstone, 
Edinburgh (2002); „Encyclopedia of Phannaceutical Technology", Second Edition, 
Swarbrick, J. and Boylan J.C. (Eds.), Marcel Dekker, Inc. New York (2002); „Modem 
Pharmaceutics", Fourth Edition, Banker G.S. and Rhodes C.T. (Eds.) Marcel Dekker, 
Inc. New York 2002 and „The Theory and Practice of Industrial Pharmacy", Lachman 
L., Liebennan H. and Kanig J. (Eds.), Lea & Febiger, Philadelphia (1986). The 
respective literature descriptions are Incorporated by reference and are part of the 
disclosure. 

The pharmaceutical compositions as well as the fonnulated medicaments prepared 
according to the present invention may in addition to at least one compound of general 
fonnula (I), (la) or (lb), optionally in form of one of its stereoisomers, preferably 
enantiomers or diastereomers, its racemate or in form of a mixture of at least two of its 
stereoisomers, preferably enantiomers or diastereomers, in any mixing ratio, or a 
conresponding physiologically acceptable salt or a corresponding solvate, comprise 
further conventional auxiliary substances known to those skilled in the art, such as 
caniers, fillers, solvents, diluents, colouring agents, coating agents, matrix agents 
and/or binders. As Is also known to those skilled in the art, ttie choice of tiie auxiliary 
substances and the amounts thereof to be used are dependent on the intended route of 
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administration, e.g. oral, rectal, intravenous, intraperitoneal, intramuscular, intranasal, 
buccal or topical route. 

Medicaments suitable for oral administration are for example, tablets, sugar-coated 
pills, capsules or multiparticulates, such as granules or pellets, optionally 
compressed into tablets, filled into capsules or suspended in a suitable liquid, 
solutions or suspensions. 

Medicaments suitable for parenteral, topical or inhalatory administration may 
preferably be selected from the group consisting of solutions, suspensions, readily 
reconstltutable dry preparations and also sprays. 

Suitable medicaments, e.g. medicaments for oral or percutaneous use may release 
the compounds of general formula (I), (la) or (lb) and/or in each case stereoisomers 
thereof in a delayed manner, whereby the preparation of these delayed release 
medicaments is generally known to those skilled in the art. 

Suitable delayed-release forms as well as materials and methods for their preparation 
are known to those skilled In the art, e.g. from the tables of contents from .Modified- 
Release Dmg Delivery Technology". Rathbone, M.J. Hadgraft. J. and Roberts. M.S. 
(Eds.), Marcel Dekker, Inc.. New York (2002); .Handbook of Pharmaceutical Controlled 
Release Technotogy", Wise. D.L. (Ed.). Marcel Dekker, Inc. New York, 
(2000);"Controlled Drug Delivery". Vol. I. Basic Concepts. Bruck, S.D. (Ed.). CRC Press 
Inc., Boca Raton (1983) and from Takada. K. and Yoshlkawa. H., „Oral Drug delivery". 
Encyclopedia of Controlled Dmg Delivery, Mathiowitz, E. (Ed.), John Wiley & Sons. Inc., 
New York (1999), Vol. 2, 728-742; Fix, J., „Oral drug delivery, small intestine and 
colon". Encylopedia of Controlled Drug Delivery, Mathiowitz, E. (Ed.), John Wiley & 
Sons, Inc.. New Yori< (1999), Vol. 2, 698-728. The respective descriptions are 
incorporated by reference and are part of the disclosure. 

The medicament of the present invention may also have at least one enteric coating 
which dissolves as a function of pH. Because of this coating, the medicament can pass 
through the stomach undissolved and the compounds of general fomnula (I), (la) or (lb) 
are only released In the intestinal tract. The enteric coating preferably dissolves at a pH 
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of between 5 and 7.5. Suitable materials and methods for the preparation of enteric 
coatings are also known to those skilled In the art 



The compositions of the present invention may also be administered topically or via a 
suppository. 

The above mentioned compositions include preferably 1 to 60 % by weight of one or 
more of the benzoxazlnone-derived sulphonamide compounds of general formulas 
(I), (la) or (lb), optionally in. form of one of Its stereoisomers, preferably enantlomers 
or diastereomers, Its racemate or in form of a mixture of at least two of its 
stereoisomers in any mixing ratio, or a physiologically acceptable salt thereof, or a 
solvate, respectively, and 40 to 99 % by weight of the appropriate phamriaceutical 
vehicle(s). 

The daily dosage for humans and animals may vary depending on factors that have 
their basis in the respective species or other factors, such as age, sex, weight or 
degree of illness and so forth. The daily dosage for humans usally ranges from 1 to 
2000, preferably 1 to 1500, more preferably 1 to 1000 milligrams of substace to be 
administered during one or several Intakes. 
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BINDING TO SEROTONIN RECEPTOR SHTe 

Cell membranes of HEK-293 cells expressing the SHTe-human recombinant receptor 
were supplied by Receptor Biology. In said membranes the receptor concentration is 
2.18 pmol/mg protein and the protein concentration is 9.17 mg/ml. The experimental 
protocol follows the method of B. L. Roth et al. [B. L. Roth. S. C. Cralgo, M. S. 
Choudhary. A. Uluer. F. J. Monsma, Y. Shen, H. Y. Meltzer, D. R. Sibley: Binding of. . 
Typical and Atypical Antipsychotic Agents to 6-Hydroxytryptamine-6 and 
Hydroxytriptamlne-7 Receptors. The Journal of Pharmacology and Experimental 
Therapeutics. 1994. 268, 1403] with the following slight changes. The respective part 
of the literature description is hereby incorporated by reference and fonns part of the 
disclosure. 

The commercial membrane is diluted (1:40 dilution) with the binding buffer: 50 mM 
Tris-HCI, 10 mM l\/lgCl2. 0.5 mM EDTA (pH 7.4). The radioligand used is [^H]-LSD at 
a concentration of 2.7 nM with a final volume of 200 pi- incubation is initiated by 
adding 100 pi of membrane suspension, (« 22.9 pg membrane protein), and is 
prolonged for 60 minutes at a temperature of 37 »C. The Incubation is ended by fast 
filtration in a Brandel Cell Harvester through fiberglass filters made by Schleicher & 
Schuell GF 3362 pretreated with a solution of polyethylenlmine at 0.5 %. The filters 
are washed three times with three milliliters of buffer Tris-HCI 50 mM pH 7.4. The 
filters are transfemed to flasks and 5 ml of Ecoscint H liquid scintillation cocktail are 
added to each flask. The flasks are allowed to reach equilibrium for several hours 
before counting with a Wallac Winspectral 1414 scintillation counter. Non-specific 
binding is determined in the presence of 100 pM of serotonin. Tests were made in 
triplicate. The inhibition constants (K|, nM) were calculated by non-linear regression 
analysis using the program EBDA/LIGAND described in Munson and Rodbard, 
Analytical Biochemistry, 1980. 107. 220. which is hereby incorporated by reference and 
forms part of the disclosure. 
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FOOD INTAKE MEASUREMENT (BEHAVIOURAL MODEL): 



Male W rats (200-270 g) obtained from Harlan, S.A. are used. The animals are 
acclimatized to the animal facility for at least 5 days before they are subjected to any 
treatment. During this period the animals are housed (in groups of five) in translucid 
cages and provided with food and water ad libitum. At least 24 hours before the 
treatment starts, the animals are adapted to single-housing conditions. 

The acute effect of tha inventively used sulphonamide derivatives of general formula 
(1) on food intake in fasted rats Is then determined as follows: 

The rats were fasted for 23 hours in their single homecages. After this period, the rats 
are orally or intraperitoneally dosed with a composition comprising a sulphonamide 
derivative of general formula (I) or a corresponding composition (vehicle) without said 
sulphonamide derivative. Immediately afterwards, the rat is left with preweighed food 
and cumulative food intake is measured after 1,2,4 and 6 hours. 

Said method of measuring food intake is also described in the literature publications 
of Kask et al., European Journal of Phamiacology 414 (2001 ), 215-224 and of 
Tumbull et al., Diabetes, Vol. 51, August 2002. The respective parts of the 
descriptions are hereby incorporated by reference and form part of the disclosure. 

The present Invention is Illustrated below with the aid of examples. These illustrations 
are given solely by way of example and do not limit the general spirit of the present 
invention. 
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Examples: 

The intermediates of general formulas (II) and (III) were prepared by means of 
conventional organic chemistry methods known to those skilled in the art. The 
following example A shows the preparation of an intemnediate of general formula (II): 

Example A: 

Synthesis of an intermediate compound of general formula (II) 

Preparation of 6-Chloro-1 -(plperidine-4-yl)-1 ,4-dihydro-2H-3,1 -benzoxazin-2-one 
hydrochloride 




a) 1-(te/f-Butyloxycarbonyl)-4-[4-chloro-(2-hydroxymethylphenylamine)] 
piperidine 

A solution of 1-(fe/t-butyloxycarbonyl)-4-piperidinone (20 g, 0.10 mol), 2-amino-5- 
chlorobenzylic alcohol (17.34 g, 0.11 mol) and acetic acid (14 mL. 0.22 mol) in dry 
toluene (500 mL) was heated at reflux temperature, with water elimination by means 
of azeotrope distillation with Dean-Stark, for 6 hours. The mixture was then cooled 
and vacuum concentrated up to half volume. NaBHaCN (20 g, 0.32 mol) and dry THF 
(300 mL) were added to the resulting solution. Acetic acid (10 mL, 0.17 mol) was 
then dripped for one hour. The reaction was stirred at room temperature for 24 hours. 
The mixture was vacuum concentrated and the residue was dissolved In ethyl 
acetate (750 mL), washed with a NaHCOa-saturated solution (4 x 250 mL) and a 
NaCI-saturated solution (250 mL), dried and evaporated to dryness. The residue was 
purified by means of flash chromatography eluting with a mixture of ethyl acetate: 
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petroleum ether (1:3). The desired product was thus obtained as an oil (32.7 g, 96%). 

NMR (CDCI3): 1.32 (d, J=11.2 Hz. 2H). 1.41 (s, 9H). 1.92 (d. J=11.2 Hz. 2H). 2.92 
(t. J=12.0 Hz, 1H), 3.10 (s. 1H), 3.37 (m. 1H). 3.88 (d. J= 13.7 Hz. 2H). 4.49 (s. 2H), 
4.75 (s. 1H), 6.52 (d. J= 8.6 Hz. 1H). 6.96 (s. 1H). 7.07 (d. J= 8.6 Hz, 1H). 

b. ) 1-(1-terf-Butyloxycarbonyl-4-pipei1dinyl)-6-chloro-1,4-dihydro-2H-3,1- 

benzoxazin-2-one 

N. N-dlisppropylethylamlne (DIEA) (43 mL, 0.25 mol) and triphosgene 
(8.65 g, 29.2 mmol) were added to a solution of 1-(ferf-Butyloxycarbonyl)-4-[(4- 
chloro-(2-hydroxymethyl) phenyl-amlno)]piperidine (27.0 g, 79 mnrjol) In dry THF 
(250 mL) cooled at 0°C. The reaction was stined at O^'C for 1 h and at room 
temperature for 72 h. Ethyl ether was added and the mixture was cooled at 0°C for 
3 h and the DIEA hydrochloride was then filtered. The filtered solution was 
evaporated to dryness and the residue was dissolved in ethyl acetate (750 mL). 
washed with 5% solution of critic acid (2 x 500 mL). water (250 mL) and NaHCOa- 
saturated solution (2 x 500 mL). The ethyl acetate solution was dried (MgS04). 
filtered and evaporated under reduced pressure. The residue was brought to the boll 
with ethyl ether until the whole solid was dissolved and then cooled overnight to yield 
the desired compound In crystalline forni (28.9 g, 67%). 
Melting point: 177-179 "C 

^H NMR (CDCI3): 1.46 (s. 9H). 1.79 (d, J= 10.1 Hz. 1H), 2.64 (m. 2H). 2.78 (m, 2H). 
3.96 (m. 1H). 4.28 (m, 2H). 5.02 (s. 2H). 6.98 (d. J= 8.7 Hz, 1H) 7.13 (d. J= 2.4 Hz. 
1 H). 7.28 (dd, J= 8.7 Hz, J= 2.4 Hz, 1 H). 

c. ) 6-chloro-1 -(piperidin-4-yl)-1 ,4-dihydro-2H-3,1 -benzoxazin-2-one 
hydrochloride 

A solution of 1-[(1-te/t-ButyloxycartDonyl)-4-piperidinyll-6-chloro-1,4-dihydro-2H-3.1- 
benzoxazin-2-one (24 g, 65 mmol) in ethyl acetate (500 mL) was cooled at 0°C. A 5 
M solution of hydrogen chloride in ethyl ether (500 mL) was then added and the 
resulting mixture was stirred at O'C for 4 h. The precipitate fonned was collected by 
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filtration, waslied with ether and vacuum dried to yield the desired product as a solid 
(16.95 g. 97%). 
Melting point: 254-257 

NMR (CD3OD): 2.13 (d, J= 12.2 Hz, 2H), 2.88 (m. 2H), 3.20 (m. 2H). 3.53 (d. J= 
12.8 Hz, 2H), 4.24 (m, 1H), 5.16 (s. 2H), 7.31 (m, 2H). 7.41 (dd, J= 8.8 Hz, J= 2.6 Hz, 
1H). 

Several substituted 3,1-b.enzoxazin-2rone compounds were prepared via the . 
respectively substituted benzyl alcohols by reducing the respectively substituted 
anthranilic acids with lithium aluminium hydride and other known reducing agents by 
methods well i<nown to those si<iiled in the art (see scheme 1), e.g. por ejempio 6- 
methyM -(piperidin-4-yl)-1 ,4-dihydro-2H-3,1 -benzoxazin-2-one, 7-methyl-1 -(piperidin- 

4- yl)-1 .4-dihydro-2H-3,1-benzoxazin-2-one, 8-methyl-1-(piperidin-4-yl)-1 ,4-dihydro- 
2H-3,1-benzoxazin-2-one , 5-methoxy-1-(piperidin-4-yl)-1 ,4-dihydro-2H-3,1- 
benzoxazln-2-one, 6-fluoro-1 -(piperidin-4-yl)-1 ,4-dihydro-2H-3,1 -benzoxazin-2-one, 
8-methoxy-1 -(piperidinyl)-1 ,4-dihydro-2H-3,1 -benzoxazin-2-one, 5-methyl-1 - 
(piperidin-4-yl)-1 ,4-dihydro-2H-3,1 -benzoxazin-2-one, 7-fluoro-1 -(plperldln-4-yl)-1 ,4- 
dihydro-2H-3,1-benzoxazin-2-one, 5-fiuoro-1-(piperidin-4-yl)-1,4-dihydro-2H-3,1- 
benzoxazin-2-one, 6-methoxy-1 -(plperidinyl)-1 ,4-dihydro-2H-3,1 -benzoxazin-2-one, 

5- chioro-1 -(piperidlnyl)-l ,4-dihydro-2H-3, 1 -benzoxazin-2-one, 7-chloro-1 - 
(piperldlnyl)-1 ,4-dihydro-2H-3,1-benzoxazin-2-one, 8-chloro-1-(piperidinyl)-1 ,4- 
dihydro-2H-3,1-benzoxazin-2-one and others. The reaction of the respective 5- 
methoxy-1 -(piperidinyl)-l ,4-dihydro-2H-3, 1 -benzoxazin-2-one, 8-methoxy-1 - 
(piperidinyl)-1 ,4-dihydro-2H-3,1-benzoxazin-2-one and 6-methoxy-1-(piperidinyl)-1 ,4- 
dihydro-2H-3,1-benzoxazin-2-one compounds according to conventional methods, 
e.g. BBrs in an inert organic solvent yields the respective 5-hydroxy-1-(piperidinyl)- 

1 ,4-dihydro-2H-3,1-benzoxazin-2-one, 8-hydroxy-1-(piperidinyl)-1 ,4-dihydro-2H-3,1- 
benzoxazin-2-one and 6-hydroxy-1-(piperidinyl)-1 ,4-dihydro-2H-3,1-benzoxazin-2- 
one compounds. The unsubstituted benzoxazin-2-one 1-(piperidin-4-yl)-1,4-dihydro- 
2H-3,1-benzoxazin-2-one is prepared according the method described in J. l^ed. 
Chem. 1995, 38, 4634 and J.Med.Chem. 1998, 41, 2146, which are hereby 
incorporated by reference and form part of the disclosure. 
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The substituted anthranilic acids were reduced by conventional methods l<nown to 
those skilled in the art, e.g. by the use of LiAIH4 as reducing agent in anhydrous THF 
under an inert-gas atmosphere, e.g. argon or nitrogen. This process is very efficient 
and in most cases the respective 2-aminobenzylalcohols are obtained In very good 
yields. 

General Instmctlon for the reduction of substituted anthranilic acids: 

To 9 three! neck flask, equipped with a mechanical stirrer and an Inlet for gaseous . 
nitrogen, 100 mL anhydrous THF and 116,6 mmoles of LIAIH4 were given and the 
resulting suspension cooled to 0 °C. After the addition of 58,3 mmoles of the 
respective substituted anthranilic acid in 150 mL anhydrous THF, the resulting 
reaction mixture is warmed to room temperature and stirred or about an hour. Under 
cooling to 0° C 4,7 mL water , 4,7 mL NaOH 15 wt.-%, and finally 14 mL water are 
carefully added to the mixture. The resulting suspension is filtered and washed with 
ethylacetate. 

The organic phase is washed with water, dried and the solvent evaporated. In most 
cases the resulting product may be used without further purification. 

Example 5: 

Preparation of 1-[1-quinollne-8-sulfonyl)-piperidine-4-yi]-1 ,4-dihydro- 
benzo[d][1 ,3]oxazIn-2-one 
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150 mg (0,66 mmol) quinollne-8-sulfonyl chloride are added to a mixture of 1-(4- 
plperidinyl)-1,4-diliydro-2H-3,1-benzoxazinone hydrochloride (161 mg, 0,60 mmol) 
and diisopropylethylamin (230 mg, 1,80 mmol) in dichloromethane (10 ml) and the 
resulting reaction mixture was stirred ovemight at room temperature. The reaction 
mixture was then washed with water (3x15 mL) and the organic phase was 
separated, dryed and evaporated to dryness. A solid was obtained, which was 
recrystallized from ethanoL 182 mg of 1-[1-quinoline-8-sulfonyl)-piperidine-4-yl]-1,4- 
dihydro-benzo[d][1,3]oxazin-2-one were obtained as a white solid (yield 69 %). 

IR(cm"^) KBr: 1712, 1337, 1291, 1205, 1162, 1144, 1034, 717. 583 

^H-NMR(5 in ppm): 1.8 (d, J=9.5 Hz. 2 H) 2.6 (qd, J=12.6. 4.4 Hz, 2 H) 3.0 (td. 
J=12,8, 2.5 Hz, 2 H) 4.1 (tt, J=12.5. 3.8 Hz, 1 H) 4.3 (ddd, J=13.0, 2.3 Hz, 2 H) 5.0 (s, 
2 H) 7.1 (m, 3 H) 7.3 (m, 1 H) 7.6 (dd, J=8.4, 4.2 Hz, 1 H) 7.6 (m. 1 H) 8.1 (dd, J=8.2, 
1.3 Hz, 1 H) 8.3 (dd, J=8.3. 1.7 Hz, 1 H) 8.5 (dd, J=7.3, 1.5 Hz, 1 H) 9.1 (dd, J=4.2, 
1.8 Hz, 1 H) (CDCI3-d). 
Melting point: 170-172 °C. 

The compounds according to examples 1-4 and 6-10 given in the following table I as 
well as the compounds according to lists A and B given above were prepared 
analogously to the methods described above. 
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Table I: 





1 -[1 -(Naphthyl-1 -sulfonyl)-piperidine-4-yll -1 ,4-clihydro-ben20[d][1,3]oxazine-2-one 1 


Ex. 
1 




1H-NMR: 

1 .8 (d, J=1 0.5 Hz, 2 H) 2.4 (m. 2 H) 2.7 (t, J=1 1 .6 Hz, 2 H) 3.9 
(m. 3 H) 5.1 (s, 2 H) 7.1 (m, 2 H) 7.2 (m, 2 H) 7.7 (m. 3 H) 8.1 
(d. J=8.1 Hz, 1 H) 8.2 (d, J=7.8 Hz, 1 H) 8.3 (d. J^8.1 Hz, 1 H) 
8.7 (d. J=8.3 Hz, 1 H) (DMSO-d6) 






IR (KBr) 

1709. 1498, 1353, 1162, 1034, 770. 718. 579 






Melting point: 147-149'C 




1-(1-Phenylsulfonyl-piperidine-4-yl] -1 ,4-dihydro-benzo[d][1 ,3]oxazine-2-one 


Ex. 
2 




1H-NMR: 

1.9 (dd, J=12.1. 2.1 Hz. 2 H) 2.4 (td. J=12.2. 2.4 Hz, 2 H) 2.7 
(qd. J=12.6, 4.3 Hz, 2 H) 3.9 (tt. J=12.3. 3.9 Hz, 1 H) 4.0 (dt, 
J=1 1.9, 2.1 Hz. 2 H) 5.0 (s. 2 H) 7.0 (d, J=8.3 Hz. 1 H) 7.0 (t, 
J=7.3 Hz, 1 H) 7.1 (m. 1 H) 7.3 (m, 1 H) 7.6 (m, 3 H) 7.8 (m, 2 
H) (CDCl3-d) 






IR (KBr) 

1705, 1497, 1340, 1293. 1205, 1160. 736, 691, 576 






Melting point: 172-174X 




1 1-[1-(5-chloro-<3-methyl-benzo[b]tiophene-2-sulfonyl)-piperidlne-4^^^ -1 ,4-clihydro- 
1 benzo[d][1 ,31oxazine-2-one 


Ex. 
3 


0 


1H-NMR: 

1.8 (d, J=10.8 Hz, 2 H) 2.5 (m, 2 H) 2.7 (s. 3 H) 2.8 (t. J=11.4 
Hz. 2 H) 3.8 (d. »^=11.4 Hz. 2 H) 3.9 (m. 1 H) 5.1 (s, 2 H) 7.0 (t. 
J=7.2 Hz, 1 H) 7.2 (d. J=8.1 Hz, 1 H) 7.2 (m, 2 H) 7.6 (dd, 
J=8.6. 2.0 Hz. 1 H) 8.1 (d. J=2.0 Hz. 1 H) 8.2 (d. J=8.6 Hz. 1 H) 
(DMSO-d6) 






IR (KBr) 

1717, 1358. 1248. 1201, 1160, 1035. 712. 554 






Melting point: 204-206°C 

■ 




8-MethyM-[1-(naphthyl-1-sulfonyl)-piperidine-4-yl] -1 ,4-dihydro-benzo[dl[1 ,3]oxazine-2- 
one 


Ex. 
4 


^0 


1H-NMR: 

1 .9 (d, J=12.5 Hz. 2 H) 2.3 (s, 3 H) 2.7 (m. 4 H) 3.3 (m, 1 H) 4.0 
(d, J=1 1 .2 Hz. 2 H) 4.9 (s, 2 H) 7.0 (m. 2 H) 7.1 (d, J=7.0 Hz, 1 
H) 7.6 (m, 3 H) 7.9 (m, 1 H) 8.1 (d. J=8.2 Hz. 1 H) 8.2 (dd. 
J=7.3. 1.1 Hz. 1 H) 8.7 (d, J=8.8 Hz. 1 H) (CDCI3-d) 






IR (KBr) 

1712, 1316, 1279, 1222, 1160. 1135, 1025. 768. 607 






Melting point: 203-204°C 
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1 -[1-(QuinoIinyl-8-sulfonyl)-piperidine-4-yl] -1 ,4-dihydro-benzo[d][1 .3]oxazine-2- j 
one 


Ex. 
5 




1H-NMR: 

1 .8 (d, J=9.5 Hz, 2 H) 2.6 (qd. J=12.6, 4.4 Hz. 2 H) 3.0 (td, 
J=12.8, 2.5 Hz, 2 H) 4.1 (tt, J=12.5. 3.8 Hz, 1 H) 4.3 (ddd. 
J=13.0. 2.3 Hz. 2 H) 5.0 (s. 2 H) 7.1 (m. 3 H) 7.3 (m, 1 H) 
7.6 (dd. J=8.4. 4.2 Hz. 1 H) 7.6 (m, 1 H) 8.1 (dd. J=8.2, 1.3 
Hz. 1 H) 8.3 (dd, J=8.3, 1.7 Hz. 1 H) 8.5 (dd. ^7.3. 1.5 Hz. 
1 H) 9.1 (dd, J=4.2, 1.8 Hz. 1 H) (CDCI3-d) 






IR (KBr) 

1712, 1337, 1291, 1205, 1162. 1144. 1034, 717, 583 






Melting point: 170-172°C 




8-Methyl-1-[1-(quinolinyl-8-sulfonyl)-piperidine-4-yl] -1 ,4-clihydro- 
benzo[d][1 ,3]oxazine-2-one 


Ex. 
6 




1H-NMR: 

1.9 (d. J^12.6 Hz, 2 H) 2.3 (s, 3 H) 2.7 (qd, J^12,2. 3.9 Hz. 
2 H) 2.9 (m, 2 H) 3.3 (tt. J=1 1.7, 3.4 Hz. 1 H) 4.3 (d. 
J=12.8 Hz. 2 H) 4.9 (s. 2 H) 7.0 (m. 2 H) 7.1 (d. J=7.3 Hz. 
1 H) 7.5 (dd. J^8.3. 4.1 Hz, 1 H) 7.6 (m, 1 H) 8.0 (dd, 
J^8.2. 1.3 Hz, 1 H) 8.2 (dd, J=8.3, 1.7 Hz, 1 H) 8.5 (dd, 
^7.3, 1.5 Hz, 1 H) 9.1 (dd. J=4.2, 1.8 Hz, 1 H) (CDCI3-d) 






IR (KBr) 

1702. 1329, 1284, 1218, 1024, 785, 701, 582 






Melting point: 202-206°C 




1 -[1 -(5-Dimethylamino-naphthyl-1 -sulfonyl)-piperidine-4-yl]-8-Methyl -1 ,4-dihydro- 
benzo[d][1 ,3]oxazine-2-one 


Ex. 
7 


o=s=o 


1H-NMR: 

1 .9 (d. J=1 1 .9 Hz. 2 H) 2.3 (s. 3 H) 2.7 (m. 4 H) 2.9 (s, 6 H) 
3.3 (m, 1 H) 4.0 (d, J=Q.9 Hz, 2 H) 4.9 (s, 2 H) 7.0 (m, 2 H) 
7.2 (m, J^7.3 Hz, 2 H) 7.5 (m, 2 H) 8.2 (dd, J=7.3, 1.1 Hz, 
1 H) 8.4 (d, J=6.6 Hz, 1 H) 8.6 (d, J^8.4 Hz, 1 H) (CDCI3- 
d) 






IR (KBr) 

2981, 1711, 1336, 1221, 1149, 1025, 794, 709, 571 






Melting point: 202-203"C 
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1 -[1 -(5-Dimethylamino-naphthyl-1 -sulfonyl)-piperidine-4-yll -1 ,4-clihydro- 
benzo[d][1 ,3]oxazine-2-one 


Ex. 


Q 

o=s=o 


1H-NMR 

1.8 (dd, ^12.3, 3.5 Hz, 2 H) 2.7 (m, 4 H) 2.9 (s, 6 H) 4.0 
(m, 3 H) 5.0 (s. 2 H) 6.9 (d. J=8.2 Hz. 1 H) 7.1 (m. 2 H) 7.3 
(m, 2 H) 7.6 (td. J=8.9. 7.4 Hz. 2 H) 8.3 (dd. J=7.3. 1.3 Hz. 
1 H) 8.4 (d. J=8.8 Hz. 1 H) 8.6 (d. J=8.2 Hz. 1 H) (CDCI3- 
d) 






IR (KBr) 

2935, 1720, 1319, 1242, 1144. 920. 791. 755. 642 


- 




Melting point: 182-186°C 


1-[1-(2,3-Dichloro-phenylsuIfonyl)-piperidine-4-yl] -1 ,4-dlhydro- 
benzo[d][1 ,3]oxazine-2-one 


Ex. 
9 


OCX. 

o=s=o 


1H-NMR 

1.9 (d. J^IO.1 Hz. 2 H) 2.7 (qd, J=12.6, 4.2 Hz, 2 H) 3.0 
(td. ./=12.7, 2.3 Hz, 2 H) 4.1 (m. 3 H) 5.1 (s, 2 H) 7.1 (m, 3 
H) 7.3 (m, 2 H) 7.7 (dd, J=8.0. 1.6 Hz. 1 H) 8.0 (dd. J=8.0. 
1.6 Hz, 1 H)(CDCI3-d) 






IR (KBr) 

1697. 1395, 1244. 1165, 1045. 942. 710, 582 






l\/lelting point: 185-187 'C 




1 -[1 -(2,3-Dlchloro-phenylsulfonyl)-piperidine-4-yl]-8-Methyl-1 ,4-dihydro- 
benzo[d][1 ,3]oxazine-2-one 


Ex. 
10 




1H-NMR: 

2.0 (d, J=^ 1 .5 Hz, 2 H) 2.4 (s, 3 H) 2.8 (m, 4 H) 3.4 (m. 1 
H) 4.0 (d. J=9.9 Hz, 2 H) 5.0 (s, 2 H) 7.0 (m. 2 H) 7.2 (d, 
J=7.7 Hz. 1 H) 7.3 (t. J=8.0 Hz, 1 H) 7.7 (dd, J=8.1, 1.5 Hz, 
1 H) 8.0 (dd. J=6.0. 1.6 Hz, 1 H) (CDCI3-d) 






IR (KBr) 

1705, 1404. 1339. 1224. 1149, 939 






Melting point: 184-185°C 
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Pharmacological data: 
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The binding of the benzoxazinone derived sulphonamlde compounds of general 
formulas (I), (la) and (lb) was determined as described above. 

The binding results of some these compounds are given In the following 
table 2: 



Table 2: 














Compound 
according to 
example: 


% Inhlbftion 
10-* M 


Ki(nM) 


1 


98.1 ± 4.0 


51.7 


3 




107.4 


4 




246 


5 




152 


6 




165.9 


7 


88 




8 


68 





176 



